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(54)Title: SULFONAMIDE DERIVATIVES AND DRUGS CONTAINING THE SAME AS THE ACTIVE INGREDIENT 




(57) Abstract 

Sulfonamide derivatives represented by general formula (1) or salts thereof, wherein A represents nitrogen, -CH=, etc.; Z represents 
oxygen, etc.; Ar 1 represents aryl, etc.; Ar 2 represents alkyl, etc.; R a represents hydrogen, etc.; R b represents halogeno, etc.; and R c represents 
alkyl, etc. Because of having radical-scavenging effect, gastric secretion-potentiating effect, anti-HP bacterial effect, etc., these compounds 
are useful as remedies for peptic ulcer. 
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x S0 2 -Ar2 
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AM 7/U>~7 ES 

at t-^hyr FI 7^>-9^K 

au **- *h?';T fr 77>^ 

AZ 7 i? > GA 

BA #X57-^a^t GB 2§E 

BB K* GD fXr-jr? 

B E ^/U^f— G E <ft\s : s7 

BF ^t-7ry G H * 

BG 7ti>tfVT CM X>\£7 

BJ GN *?~7 

BR GW • tr*a- 

by ^<7/u— *> gr 3fy->-r 

CA #7^ HR ?D7fT 

CF «P*77'^ HU 

CG 3^=/— ID -f^K^w 

CH *-f* IE 7^^7>K 

CI =— hi?sKT— ^ IL 
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CN *® IS T -f * 7 >" K 

CR a** • y* IT >f^!l7 

CI *^-'< J P 

CY KE 

CZ fiys KG 

DE N7 KP 4tW» 

DK r*^— 9 KR <*S 



KZ D J f'7*9> RU 

LC -feV h/U-^T SD 

LI !)tfV'>a^^> SE 

LK 7!l-7^ SG 

lr nyr si 

LS U'y h SK 

lt y hr=r s l 

lu tvv^s-rtv? SN 

LV 7h^7 SZ 

MA ^Dya TD 

MC *T*= TG 

MD *^K7r TJ 

MG -?#13**iy< TZ 
MK K^T B»-^ 9 "T-fT TM 

■fcftS TR 

ML t'J TT 

MN CA 

MR *r-y*-T LG 

MW -*7<7<< US 

MX = UZ 

NE — i?*—^ VN 

NL YU 

NO y-/U»7* — ZA 

NZ = a --^-5VK ZW 

PL #-9>K 

PT iZtvYISfr 
RO r = T 
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*f— K 

#® 

a-^-^f f7 
S77^*ftS 
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m m m 
& znz^$mfr tit zmmizM-t &o 

^ruy^wit<D^mumm^ji^m^&^^mn^nri-tz 0 1 9 8 0^ 
mzA^rmftmmmffl^&zHt-^fcmtfiM mr th 2 -raj t^-o) 
cd y r ^- ^ > mmt* & z n > se* t- t^a&m t m ^ * ^ l tz <d < 1 m 
^r. 1 9 9 0 ^ttizteftmmiL&miz? &MfrmwmM<D7a vy^yf^ > 

h t"^- (J^T rp p I j <!rV>-9) f*5x^7 ^ —)is<y-j^ l ?'/-Jl>m^ 
f*^^H$n/-c 0 P P I 0fiMMWfflliH 2 -RAJ;^ £ £ir3j|< ttJBIf* 

oTi>T-a 0 a 77 ^ >1iSffl0& (enterochromaf f in like cell) ©ii^J^u 

^n/-co m^mmm^nximHPm^^T^^tzitmm^m^nx, 
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m(DVimMt(Dm« <&&&&t>ito&mi&&mii<n&zftx^&o l^l^cdw 

•v&Zo *<Dmz&wtemmmk7 t )-7i?*)i<Dttw*i:$>r$&£Zft. mft 
mnfflftm®fri~^'T&BMi$mm,zfttck(DCD, mitnmmfemmt lti* 

ttz% < (Dmm&jsizftxit^&o 

/:7 i 7 ^> 6 - 7 2 9 7 9 ^&IR) dit^, SKfltl/i 

SSS^W*'J^ffl^^Tnt<aHPffi^fflfcJ;^Bteffi^^^ffl*Wt. ft 

-?ut>*>. *mwa, (i) 




S0 2 -Ar 2 



( 1 ) 



CxCf. AliS^H^Xfig-C (R 1 ) = £^L; 

zim@i&, mmm*. m&m*. << \j\ 

2 



WO 99/50237 PCT/JP99/0 1 62 1 

-N(R 2 )-(CH 2 )n-> -N(R 2 )-(CH 2 )n-N(R 3 )-. -N(R 2 )-(CH 2 ) .-(K 
-N(R 2 )-(CH 2 )„-S-. -N(R 2 )-(CH 2 ) n -NHS0 2 -. -N(R 2 )~CH 2 CH=CtK 
-0(CH 2 )„-N(R 3 )-. X(i-N(R 2 )-(CH 2 )„-0-CH 2 -^^t ; 

cko*— h o**n matins i ~ 3«©B«ii6^esiLT^Tt <*^7 

R 2 (iTkffcJSC^ T7l/^7bS. iJT Jl*JVT i J7 Jl^rJlM. i> )l 

I, /not*; 7 x^;i/ixii^nyy 'O-t* >x;u^— /us^^t*^ 

R 1 t-^ot b 'J U >MMn*\ R 3 £— ifcKteo 
X7t/7+-7U^ N r;i/3*$/^yusK— 7US, /Noy;^>^'>x 
nti2~4 ©ifc^-f 

/;/;U Ar 2 j^-f 7*; 'J;H<0tl, Z (i-N(R 2 )-CH 2 -CH=CH-Tli 
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— jRSC ( 1 ) A(*^tJBiW^X(i&- C ( R 1 ) =^^-To -TttfrS. Afr 
Si£»l£U R 1 ^R 2 k-miZti^T b <J >f x-H 

— ( i ) i 3 . ztvT^n^icfc^t, r 2 ^=to'R 3 T^^ns^ay 
;7x-;H, A D y;^>-t? , >x^7t-^io^oy>gf ttrit 7 -y 

1 -4 ©fccD7W£ t < , ^^.(iVf-^S. xf;H, n-7 B ot t ;H, 
i-^ahVH, n-7^;US, i-zT^JlM. sec-7'f/H, t -7*^ A 

#£U\, 7^D + >*;^'-;H07^3 + »i Ltli, #tlf!& 1 ~ 4 ® 
feO^tls, IMCIiy h + xh + i/i, n-7"DjK+i/S, i- 
■7° a n-7'F + i -7'h + i/I, t - 7' 
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£(-NH-)> -N(R 2 )-(CH 2 ) 2 -. -N(R 2 )-CCH 2 ) 3 -> -N(R 2 )-(CH 2 ) 2 -NCR 3 )-, 
-N(R 2 )-(CH 2 ) 3 -N(R 3 )-. -N(R 2 )-(CH 2 ) 2 0-. -N(R 2 )-(CH 2 ) 3 -0. -N(R 2 )-(CH 2 ) Z S-. 
-N(R 2 )-CCH 2 ) 3 S „ -N(R 2 )-(CH 2 ) 2 -NHS0 2 -> -N(R 2 )-CH 2 -CH=CFK 
-0(CH 2 ) 2 -N(R 3 K -0(CH 2 ) 3 -N(R 3 K -N(R 2 )-(CH 2 ) 2 -0-CH 2 - SWSfctf <btl%o 



0 0 ^ 

rv 

— N N— N — N N— . — N N — 



f:fc"U Ar 2 + ; 'JAW^^Ii, Z (i-N(R 2 )-CH 2 -CH=CH-r(i 

( 1 ) 4 1 . Ar ! •e^$nS3?#»K<fc**IEtLT{±, 7x-;bS, 

t LT(i> e >; -7;u*. f-x-;u$ x 7 y e "j ~ it Jim, 4 > K »j 

h 'J T "/ 'J ;H % + 7* U ^ 7 7 i) Jim, f" T 7 T 7 'J * A 
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;Wii/i^a #*>\ z*<mje^©*^, Ar 1 iit;i7t'jyixiitx7 

( 1 ) *©A r 2 Cfc^t, T^ + ;USt LT(i> EK^ifc 1-2 0 
©##£L\\ 0>J*.(i\ n-rohVH, i-^Df;H, 

n-7'f)H, i -yf ^i, s ec-^fiH, t-7/^;US> n-^>f-^ 
26. n-^^^S. i -^^^^US. n-^^f-^K. n - 

n-y-AS, n--r >^S, n - ^ >5 s i/;U2E, n- Kf->;H, 

^S. n - ^Zf P -T is J\s&* n 9 ? TisJlM, n - J i- J ri/Jl&, n--f=i 
^ASH^^lf t>tl, 8E*K -8 0t>O*<«FJC»* Ll^o 

;U2l©fi&2£t ItOT^+Jl/ik ±I&tTO*£&©7^ff £ft**<. 

+ LTlis Ks&NBc 1 ~4 ©*>©*<#* Us . «I>Ltfy h4-^S. x 

h + n -7*n i-7/n^^^S, n-T/h^fyg. i - 7* h * 
•>S. sec-7^7S, t -7 h*ism&mif £*U WL* J N + 

JSP* U*o 

R b or jia^^mtLxit, mmm. 1 ~ 4 ©*>©## * t < , 

(i\ n + xh + 7|, n-7*n^+i/^ i-T/ntf^g. n-7h 

i-7'h*->tt. sec-7*h + i/i, t - 7° b * i/tk #*tf <btl%o 
£tzR» RUR C (DTJUJrJimtLTte, fitmWi 1 ~~ 8 © fe ©##* L < „ fW*. 
(i, x?-;u&, n-T'D^i, i-T'a^S, n-7/^S, i 

s ec-7'f;H, n-^^Ug. i -^>^A 

g. n-^+ , >-'Hs i - / ^+">^S> n-^T/^bg, i -^y^f-JlM, n- 
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R b o/NDy>i^ r c ©/Nay j y^)W * —juMcD'^c ? yJW^ffi 

AT; ;| (KfJ L < \Z*J t f A7 ^xfilT S 7 If©^C,- 4 TA 

JIT i 7 1) ; 7;;7;l/P + ->I (ff $ L < Ii7 i 7 -C,- 4 7A3 + 
^S) > i>T)l*)lT I yrJl^^rym (&£ b< li^C-Ji + il/7 ; 7 7 

7t'j;i, -f; Jimmcommm^m ■, 7K« ; 2 - - 3 -c ,_ 4 

t ;u 4- ;u /7-^;l; C i. 4 T;i/3 + i/^-+if j 7b t i j - c ,. 4 7A-3* 
; C3-6->^7H;l/-)M F'Ci-47/l/3 + ->| ; 77 — *Jjm ; ^ny 
y 7x-;itti/i ; C,-47;i'3 + >'A^'f-A7 A D y>igf ; ^ 

y C,- 4 7Ati-7 ;;l; t Kd^->C,-47;^^7 ;7S; Ci-47;l/3* 
+ *;l/.-K-;UT ~ J C,-47Aa + ->l^fifbti§o Jlfri^SSIS'fGDC >-<, 
7;l/+;l/tlttt /^7U&> x^;t/S, n-T/otVl/^ i-^o^S, n 
i -y^7USs sec -7*f;H, t -7*^7US*<fi»J^^n^o * 
/cgg|S^©Ci-4T;i/3 + ^St LT(i, /h^r^M. xh + i/i, n-7°D 
*'4r^S, i -T/nsK+S/fc, n-"7*h4^>g. i-7'h^>L sec-^h 

frfr%R c tbXit, 7;;l, i?TA*J\/7 i J T $ y TA-=J* 
y7^+;l/7;;7yl/n + ->S, m^Ji^S. t Ka*->ga>t>g(i'ft5gtfcS 

— I&it (1) -ea$tl^^7l/7 * >T $ KgNftffcKfc^T, xC^, ZtLtlt 
-NH(CH 2 )„(K -NH(CH 2 )„NH. =N(CH 2 )„N=, =N(CH 2 )„(K Bfc * IK ^ # £ L < > 
Ar 1 iUlt 7xxA«iL(, Ar 2 t Ltii^ny; 7x-A$^ 
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ttc^m^u, x)iy*yri vmmw^m^ m^^^^n^^-m 
-#mw®xji7 * >t ^ vmmt* en it, m^\r^^m 1 c^o-t^jt-r 
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R a -£ JT Arl-R b 




(2) 



NH 2 



Ar 2 -S0 2 -X (3) 



R a 



-^f Zx Ari-Rb + 
NHS0 2 -Ar 2 



( 1 a) 




N Arl-R» 
/St^-Ar 2 

N S0 2 -Ar 2 

( 1 b) 



N 



R c '— OH (4) 




x S0 2 -Ar 2 
( 1 c) 



■tt£t>%, 7;W^« (2) IZX&y t—JW^-yJ F (3) £Kl££i±n(i: 
€/XA7 t>7; Ff* (la) *?<fc * >T * Ki* (lb) A^ff^tl, 

Ii:t;X^'7*>7; Kf* (la) C7^3-^i (4) £JxJ££ ■£n(f{b£ 

ft£42) (2) tx;i-7t-^^7^ K (3) ircDSnSii. Mn<DWiT 
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(la) tTJl a -Jim ( 4 ) t(DKfctt^ h U 7i-A7 t^7^ >ti> 
^3-;i/^^7t>|x^f^tLfcl ^ii:7; K®r;u* UffeRffitS 

R b -Ar'-Z- ^#AU - hnM7 ~ y SCifTC-T £ 3 <t d «k ' fc*<T£ 

•So 

*»XA7*>7; K^#f* (1) Z8Bfl\ R a 



f ^ A ^ r -NH(CH 2 ) 2 NH-Ar 1 -R b r^ A V" N N — Ar 1 — R b 

Ra ~^>|J .R c * /R^ 

x S0 2 -Ar2 N S0 2 -Ar 2 
(Id) ( 1 e) 



(it*, A. Ar 1 , A r \ R a > R b iO'R 8 (SflrJlStlW 

m^^-r^it^ ( i e) ##£ft*o 



1 o 
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frtkm, mmm. &&m. *»*k s**k ra^©ii¥ttjci^£ft£fif*£ 

oTkH^^ — J&tfJKJ&Ad&i^T, XA-7t>7; K^#i* (l) tit 
3 — 1 . 0 0 Omg/B. L< li 1 0-5 0 Offlg/Bffe^ Zft£ii3t 1 B 

i 

N- [2 - (4-?nD7i;^^) if A] - o- 7^ — U>^T^ > 

2 - 7 +->x^ J -Jl) 30g<t h U 7 t-A*X7^ >45. 5g 

i i 
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ft . x f - ;U - -x 4- > £ SIS H B H L fi fe^S H H B <b L T g 0<J 42) 30. 7g £ ?# 0 

Mp. : 95-97°C 

'H-NMR (270MHz. CDCi 3) 5 : 
7.23 (2H. d, J=8. 91Hz) . 6.85 (2H, d, J=8. 91Hz) , 6.81 (lH.m) , 
6.73 (3H.ra) , 4.17 (2H, t. J=4. 94Hz) , 3.50 (2H, t, J=4. 94Hz) 

mmm 1 

N- [2 - (4-^nD7x;t'» x^;H - N ' - (4-?nDO-tfy^, 
jl7 t zLjl) - o - 7 Is y 97 I y 

###'Jl©£j£$l30.7g£ f'J >>>100 m& Cl&PU iifc#91#T 4 - ? o □ ^ 
>-tf">x;U7 ? a "J K £30# frHTW?Ltzm, mUX30ftMWLtc o MM 

CD t°'J ^>^ME©*tfc^^(l300 rd CDft»Xf-7U*Bn^LTjS^U 7K^ 2 

* -9- > ^ £ ?f ft j| U i fl*J$J46. 8g £ 6 feMe H H £: Itff/io 

Mp. : 142- 143°C 

'H-NMR (270MHz. CDC ^ 3 )<5 : 

7.67 (2H, d. J=8. 91Hz) , 7.39 (2H, d, J=8. 91Hz) . 7.24 (2H. d, J=8. 91Hz) , 

7.15 (1H, m) . 6.86 (2H, d, J=8. 91Hz) , 6.80 ( 1H, d. J=7. 92Hz) , 

6.56 (2H.m) , 6.17 (1H, brs) , 4.09 (2H. t. J=5. 28Hz) , 

3. 49 (2H. t. J=5.28Hz) 

mmm 2 

N - (4-?no^^>^7*-A) - N - (2-^yf/l/7;yxf;l/) 
-N' - [2 - (4-?DD7xy+-» if;H -o-7x^^^7;> 

mmm 1 ©£^10.71 g> h u 7x-wx7>( >9. 63g, 

1 2 
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(fettimm ; ^ + -9" >-ftixfA/= 3 : 1) -> U 77 yVt/77 v A ? o h 

y-;u = iO: l ) • T fifSSIL/c^ Ji-7";i/--^4 : --tf->^^#^ H B BLa^^)7.42g 

Mp. : 99°C 

'H-NMR (270MHz, CDC0 3 )<5: 
7.65 (2H. d. J=8. 58Hz) , 7.41 (2H. d. J=8. 58Hz) , 7.25 (2H, d. J=8. 91Hz) , 
7.18 (lH.ra) , 6.87 (2H. d, J=8. 91Hz) , 6.72 OH, d. J=8. 25Hz) , 

6.47 (2H.m) , 5.78 (1H, brs) , 4.08 (3H.m) , 3.51 (2H.m) • 
3.12 (lH.m) , 2.42 (lH.m) , 2.22 (lH.ra) , 2.20 (6H. s) 

mmms 

N- ( 4 - 9 DDK>t*>Xi^ * — AO -N- (2-^yfAT;yxfA) 
-N' - [2 - (4-?od7x;+-» - o - 7 x — U > -^T ^ > - 

1/2?S5^^ 

34. 3g£fi£J£ B B B t UTfffCo 

Mp. : 84-86°C 

'H-NMR (270MHz. DMS0-ds) d : 
7.72 (2H. d. J=8. 58Hz) , 7.62 (2H. d. J=8. 58Hz) , 7.36 (2H, d, J=8. 91Hz) , 
7.18 (lH.m) . 7.00 (2H. d, J=8. 91Hz) , 6.78 (1H. d, J=8. 24Hz) , 

6.48 (2H. m) . 4.18 (1H. s) , 4.10 (2H. t. J=5. 28Hz) , 4.00 (lH.m) . 
3.46 (2H. t. J=5.28Hz) , 3.18 (lH.m) , 2.35 (lH.m) , 2. 22(1H. m. 1H), 

1 3 
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2. 18 (6H. s) 

mm m 2 1 r *> « * § r ; i/ 3 - ) 1 & m * m m £ it r t © < t & ® & n tz 0 
mmm 4 

N- [2 - (2-7;7x^-» if-yU] - N - (4-^DD^>^>XA-7 
+ -N' - [2- (4-?D07xy+i/) xf;l/] -o-7x-U>^ 

1 H-NMR (270MHz, CDCi 3 )£: 
7.64 (2H. d. J=8. 58Hz) , 7.43 (2H. d. J=8. 58Hz) , 7.23 (2H. d. J=8. 90Hz) . 
7.16-7.19 (lH.m) . 6.87 (2H. d, J=8. 91Hz) , 6.76 (1H, d, J=8. 24Hz) , 
6.52 (1H. t, J=7. 26Hz) , 6.41 (1H, d, J=7. 92Hz) , 5.16 (lH.br) , 
4.00-4.13 (2H,m) , 3.56 (2H, q. J=5. 61Hz) , 3.26-3.47 (5H.m) , 
2.74 (2H. t. J=5. 28Hz) 



N - (4-?DD^>^>^7t-A) -N- [2 - ( 2 - i>t?->VY I J ) 
i^^xf/l] -N' - [2- ( 4 - ? uu-y x 7 x.^U] - o - 7 x 

'H-NMR (270MHz. CDCi 3 )<5: 
7.34 (2H. d. J=8.58Hz) . 7.26 (4H. s) , 6.84 (2H. d. J=8. 91Hz) . 
6.59 (1H. t. J=7. 58Hz) , 6.49 (1H, d, J=7. 92Hz) , 6.38 (1H, t. J=7. 59Hz) , 
4.07 (1H. brt. J=5.28Hz) , 4.07 (2H, t, J=5. 31Hz) . 3.64-3.68 (4H.br) . 
3.49-3.51 (2H,m) , 3.23 (6H, s) , 3.18—3.22 (3H.m) 

N - (4 - ^oa^>-tr>x;U7 t-fr) -N- ( 3 - T * J 7 o £ A) - N ' 
- [2 - (4-?on7x;+i/) Xf;b] - o-7i-l/>^7; > 
'H-NMR (270MHz. CDC ^ 3 ) <5 : 
7.58 (2H. d. J=8. 58Hz) . 7.42 (2H. d. J=8. 58Hz) , 7.22 (2H, d. J=9. 23Hz) , 



MM 5 



1 4 
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7.18 OH. t. J=8.58Hz) , 6.84 (2H, d. J=9. 24Hz) , 6.74 OH. d, J=7. 26Hz) , 
6.48 (1H. t, J=7. 58Hz) , 6.28 (1H, d. J=7. 92Hz) , 5.04 (1H, t, J=5. 94Hz) , 

4.08 (2H. t. J=5. 62Hz) , 3.74—3.80 (lH.m) , 3.54 (2H, q. J=5. 62Hz) , 
3.02-3.08 (lH.m) , 2.86 (2H, t, J=7. 26Hz) 

mmmi 

N- ( 4 -T = J y'f-JV) -N- (4-^aDOir'>x;^*-i') -N' - 
[2 - (4-?dd7x;+>') - o - 7 x — U > >>T i > 

'H-NMR (270MHz, CDC ^ 3 )<5 : 
7.59 (2H. d. J=8. 58Hz) , 7.41 (2H. d. J=8. 58Hz) , 7.22 (2H. d. J=9. 23Hz) , 

7.19 (1H, t, J=7.26Hz) , 6.85 (2H, d, J=9. 24Hz) , 6.75 ( 1H. d, J=7. 26Hz) , 
6.48 (1H. t, J=6.26Hz) , 6.27 (1H, d. J=7. 92Hz) , 5.06 (1H. t. J=6. 27Hz) , 

4.09 (2H. t. J=5.61Hz) , 3.58-3.80 (lH.m) , 
3.55 (2H, q, J=5. 6, 5. 94Hz) , 3.03-3.08 (lH.m) . 

2.86 (2H. t, J=7.26Hz) , 1.63-1.65 (2H.m) , 1.26-1.45 (3H.m) 

nrnms 

N- (4-^DD^>-tr>XA'7t-A) - N - [2 - ( 1 - t°o >J >> y ) if- 
Jll -N' - [2- (4-?DD7iy + ^) if^b] - o-7x-U>^T5 
> 

'H-NMR (270MHz. CdC £ 3 ) 6 : 
7.65 (2H.d. J=8.58Hz) . 7.41 (2H, d. J=8. 25Hz) , 7.24 (2H. d. J=9. 56Hz) , 
7.18 (1H, t, J=6. 6Hz) , 6.86 (2H. d, J=8. 91Hz) , 6.73 ( 1H. d. J=7. 92Hz) , 
6.42-6.50 (2H.m) , 5.71 (lH.brs) . 4.00-4.13 (2H.m) , 
3.10-3.19 (lH.m) , 2.52-2.66 (3H.m) , 2.26-2.37 (3H,m) , 
1.71 (4H, brs) 

mmm 9 

N - (4-^ao^>-tf>x;i/7t-^) -N- ( 2 - h F'o + ->xf -N' 
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- [2 - (4-?nD7x; ; lr-» Xf;l/] - o- 7x-b>^7;> 
'H-NMR (270MHz, CDCi 3 )5: 

7.64 (2H. d. J=8.58Hz) , 7.45 (2H, d. J=8. 58Hz) , 7.24 (2H. d, J=9. 24Hz) , 
7.18-7.23 (lH.ra) , 6.88 (2H. d. J=9. 24Hz) , 6.82-6.86 ClH.m) , 

6.61 (1H. t. J=7.59Hz) , 6.32 (1H, d, J=7. 91Hz) , 4.11—4.19 (4H.m) , 

3.64- 3.69 (lH.ra) , 3.55 (lH.br) , 3.31-3.39 (lH.m) , 
3.07-3.20 (2H.m) 

mmm 1 o 

N - (4-?DD<>t*>^;i/7t-^) -N- [3- (4-fUi^U) f 
;l] -N' - [2- (4-)nD7x7+^) xf;U - o- 7x-l/>^7; 
> 

'H-NMR (270MHz. CDCi ,) 5 : 
8. 40 (2H, d. J=5. 94Hz) , 7. 58 (2H. d. J=8. 58Hz) , 7. 43 (2H. d. J=8. 58Hz) , 
7.20 (2H, d. J=8.91Hz) , 7. 18— 7. 20 (1H. m) , 6.94 (1H, d. J=5. 94Hz) , 
6.80 (2H, d. J=9.24Hz) , 6.53 (1H, t, J=7. 26Hz) , 6.30 ( 1H. d, J=7. 58Hz) , 
5.14 (1H, t. J=5.94Hz) , 4.08-4.16 (3H.m) , 3.80-3.90 (lH.m) , 
3.57 (2H. q. J=4.39, 5. 6Hz) , 3.06-3.08 (lH.m) , 2.53-2.69 (2H.ra) , 

1.65— 1.81 (2H.m) 

nrnmi 1 

N- (2-7;;xf;0 -N- (4 -/ h * i/O -b* > X Jl 7 it -N' 

- [2 - (4-^DD7x;t-» xfA] - o- 7i^l//^7; > 
'H-NMR (270MHz, CDCi 3 )(5: 

7.62 (2H. d. J=8. 91Hz) , 7.23 (2H, d. J=8. 90Hz) , 7.17 (1H. t. J=7. 58Hz) , 
6.93 (2H. d. J=8. 90Hz) , 6.87 (2H. d. J=8. 91Hz) , 6.75 (1H, d, J=8. 24Hz) , 
6.51 (1H, t. J=7.26Hz) , 6.34 (1H, d. J=7. 59Hz) , 4.14 (2H, t, J=5. 81Hz) , 
3.89-3.97 (lH.m) , 3.86 (3H. s) . 3.56 (2H. t, J=5. 28Hz) , 
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3.05—3.13 (lH.m) , 2.70-2.77 (lH.m) , 2.59—2.69 (lH.m) 

mmm 1 2 

N - (4-?aa<>-tr'>^;b7*-^) -N- [3- ( 2 - f <J >> ;U) ifA] 

- N ' - [2 - (4-^007x7+ •>) - o- 7x — U> S>T ~ > 
'H-NMR(270MHz. CDC0 3 )<5: 

8.42-8.44 (1H, m) , 7.61 (2H. d. J=8. 58Hz) , 7.50 ( 1H. t. J=7. 98Hz) , 
7.41 (2H, d. J=8. 58Hz) , 7.20 (2H. d. J=9. 24Hz) , 7.15-7.18 (1H. m) , 
7.00-7.09 (2H.ra) , 6.83 (2H, d, J=9. 24Hz) , 6.75 (1H, d, J=8. 25Hz) , 
6.50 (1H. t. J=7.75Hz) , 6.40 (1H. d. J=7. 92Hz) , 5.30 (1H. t. J=5. 94Hz) , 
4.20-4.31 (lH.m) , 4.08 (2H, t. J=5. 61Hz) , 3.55 (2H. q. J=5. 60Hz) , 
2.91—3.02 (lH.ra) , 2.76-2.86 (lH,m) 

mmmi 3 

N- (5-T^y^y^^) -N- (4-?DD^>if>x^7t^) -N' 

- [2 - (A - 9nu? * J - o-7i-P>^7; > 
! H-NMR (270MHz, CDC£ 3 ) 6 : 

7.59 (2H, d. J=8. 58Hz) , 7.41 (2H. d. J=8. 58Hz) , 7.22 (2H. d. J=9. 23Hz) , 
7.18 (1H. t. J=8.58Hz) , 6.84 (2H, d, J=9. 24Hz) , 6.75 (1H, d, J=7. 26Hz) , 
6.48 (1H, t, J=7.59Hz) , 6.27 (1H. d. J=7. 92Hz) , 5.06 (1H, t. J=5. 94Hz) , 
4.09 (2H, t, J=5. 61Hz) , 3.72-3.80 (lH.ra) , 3.55 (2H, q, J=5. 60Hz) , 
3.03-3.08 (lH.ra) , 2.86 (2H. t. J=7. 26Hz) , 1.63-1.65 (2H,m) , 
1.26—1.45 (4H.m) 

nmm 1 4 

N - ( 4 - ? a a -tr' > X ;b 7 * — )l) -N - [2- ( 2 - -> T y - 3 - y ^ 
;U7T-^y) xh^ri/xf-;U] -N' - [2 - (4-?DD7i;*y) 
;L] - o- 7x-b>^7;> 
■H-NMR (270MHz. CDC ^ 3 ) 5 : 
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7.60 (2H.d. J=8.58Hz) , 7.43 (2H. d. J=8. 58Hz) , 7.25 (2H. d, J=8. 91Hz) , 
7.17-7.22 (lH.m) , 6.86 (2H. d. J=9. 24Hz) , 6.76 (1H. d. J=7. 25Hz) . 
6.54 (1H. t, J=7.26Hz) , 6.42 ( 1H, d, J=7. 92Hz) , 5.82 (1H. brs) , 
5.74 (1H. brs) , 5.06 ( 1H. t. J=5. 94Hz) , 4.01—4.16 (4H.m) , 
3.25—3.55 (8H.m) , 2.82 (3H. d. J=4. 95Hz) , 2.79-2.87 (2H. m) 

mmm 1 5 

N- (4-?oD^>ir'>X^7*^) -N- [2- ( 2 - L*^ 'J ^ ) xf 
Jll -N' - [2 - (4-^DD7x/ + i/) xf;H -o-7x-l/^7; 

y 

'H-NMR (270MHz, CDCi 3 )(5: 
7.77-7.85 (lH.m) , 7.62 (2H. d. J=8. 91Hz) , 7.55 (1H. t. J=4. 29Hz) , 
7.50-7.54 (2H.m) , 7.30-7.46 (2H,m) , 7.12-7.30 (3H.m) , 
6.86 (2H. d, J=5.28Hz) , 6.75 (1H. d. J=8. 24Hz) , 6.51 (1H, d. J=15. 18Hz) , 
6.31 (1H. t, J=6.59Hz) , 5.15 (1H, t, J=5. 94Hz) , 4.13 (2H, q. J=5. 28Hz) , 
3.83-3.98 (lH.m) , 3.54 (2H. q. J=5. 94Hz) , 3.09-3.17 (lH.m) , 
2.93—2.98 (lH.m) , 2.42—2.52 (2H.m) , 1.16—1.83 (8H.m) , 
0.90—1.03 (lH.ra) 

mmm 1 6 

N - ( 4 - 9 wO-tfyXJl? + — )l) -N- [2- ( 2 -i v*4r+l- 'J 

JIT I J) x. h + i/if;!/] -N' - [2 - (4-?od7i;+'» JCf-A-] 

-o-7xXl/>^7; y 

'H-NMR (270MHz, CDCi 3 )(5: 

7.64 (2H. d. J=8.58Hz) , 7.46-7.56 (lH.m) , 7.44 (2H. d, J=8. 58Hz) , 

7.24 (2H, d, J=8.90Hz) , 7.16-7.19 (2H.m) - 7.87 (2H. d, J=8. 91Hz) , 

6.75—6.79 (2H.m) , 6.53 ( 1H, t. J=7. 59Hz) , 6.40 ( 1H. d, J=7. 92Hz) , 

5.10-5.14 (lH.m) , 4.38 (2H. q. J=5. 16Hz) , 4.02-4.14 (4H.m) , 
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3.53—3.59 (2H.m) , 3.40—3.48 (4H,m) , 3.26—3.33 (2H,m) 

mmm 1 i 

N- (4-^DD^>t'>XA7*-^) -N- [2- ( 2 - > ? a^*is)lO 
V 4 K) x h^^x^;l/] -N' - [2 - (4-?dd7i; + •>) xf-;u] - 

'H-NMR (270MHz, CDC^a)^: 
7.61 (2H, d, J=8.25Hz) , 7.42 (2H. d. J=8. 25Hz) , 7.16-7.26 (4H,m) , 
6.85 (2H, d, J=8. 91Hz) , 6.43—6.78 (2H.m) , 5.02—5.16 (lH.m) , 
4.04— 4. 12 (2H.m) , 3. 27-3. 57 (6H, m) , 1. 25— 1. 87 (10H. m) 

mmm 1 8 

N - ( 4 - ?dd^>H? y^)l7 *—Jl) -N- (2-r7^y;xF + i/xf 
)l) -N' - [2- (4-?DD7x7+i/) - o -7 x-U >i?T ^ 



■H-NMR (270MHz. CDC£s)<5: 
7.78 (2H, d. J=8. 90Hz) , 7.72 (2H, d, J=8. 90Hz) , 7.41 (2H, d, J=9. 24Hz) , 
7.21-7.27 (lH.m) , 7.03 (2H, d, J=8. 91Hz) , 6.87 (1H. d. J=8. 24Hz) , 
6.56 (2H, d. J=3. 30Hz) , 4.14—4.18 (2H.m) , 3. 56 (2H, brt. J=12. 86Hz) , 
3.45-3.49 (2H,m) . 3.28 (lH.br) 

mmm 1 9 

N- ( 2 -y'a^z-^jl) - N - ( 4 - ? oo'O-tf *-Jl) -N' - 

[ 2 - (4-^n7xy+-/) xf-A] - o-7i-l/>^7; > 
'H-NMR (270MHz. CDC £ 3) 5 : 

7.64 (2H. d. J=8. 58Hz) , 7.44 (2H. d. J=8. 58Hz) , 7.24 (2H. d. J=8. 57Hz) , 

7.21 (1H. t. J=8.58Hz) , 6.86 (2H. d. J=8. 91Hz) , 6.62 (1H. d. J=8. 24Hz) , 

6.53 (1H, t, J=7.92Hz) , 6.45 (1H, d, J=7. 92Hz) , 

5.05 (1H. brt. J=5. 94, 5. 61Hz) , 4.14-4.22 (lH.m) , 



> 
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4.13 (2H. t. J=5. 94Hz) , 3'1 55 (2H. q. J=5. 93Hz) , 3.26-3.52 (3H.m) 

mmm 2 0 

N- [2 - (4-?na7 I ;^^) x^;U] -N' - [2 - ( 4 - 2 a a y x 
Jj-is) xf;l/] -N' - ( 4 - ? a a^y-tfyxJl? *—Jl) -o-7x — U 
> $ > 

'H-NMR (270MHz. CDC£a)<5: 
7.67 (2H, dm, J=8. 6Hz) , 7.44 (2H, dm, J=8. 6Hz) , 7.23 (2H. dm, J=8. 9Hz) , 

7.21 OH, td, J=7. 9, 1.7Hz) ,7.11 (2H. dm, J=8. 9Hz) , 
6.78 (lH,dd, J=7. 6, 1. 3Hz) , 6.76 (2H, dm, J=8. 9Hz) , 
6.62 (2H, dm, J=8. 9Hz) , 6.55 (1H. td, J=7. 6, 1.3Hz) , 
6.44 (lH.dd. J=7. 9, 1.7Hz) , 5.0-5.4 (lH.br) , 
4.24 (lH.dt. J=13.9, 6.2Hz) , 3.82—3.98 (4H,m) , 
3.52 (lH.dt. J=13.9, 4. 9Hz) , 3.37-3.46 (2H,m) 

Ltz 0 

mmm2 1 

N- [2 - (2-7;;) X h^x^t/] -N- ( 1 -~7 9 >X;U7 * x/U) 
-N' - [2 - (4-?no) 7i;+->ifil/] - o-yxXU>i>T^> 
'H-NMR (270MHz. CDCi 3 )5: 

7.22 (2H. d. J=8. 4Hz) , 7.14 ( 1H, d, J=7. 59Hz) , 6.84 (2H. d, J=8. 91Hz) , 
6.78 (lH.d. J=7.91Hz) , 6.71 (1H, t. J=7. 92Hz) , 

5.18 (1H, brt. J=5. 94Hz) ,4.11 (2H, t. J=5. 61Hz) , 

3.87 (1H, tt, J=5. 61.5. 60Hz) , 3.54-3.68 (3H,m) , 3.39-3.47 (4H,m) , 
3.04-3.19 (2H.m) , 2.79 (2H. t. J=4. 94Hz) , 1.77-1.89 (2H.m) . 
1.58 (2H,m) , 1.35—1.48 (2H.m) , 0.92 (3H, t. J=7. 59Hz) 

mmm 2 2 
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N- [2 - (2-T;;) xh + i/x^] -N- (^>XA-7tx;L) - N ' 

- [2 - (4-?on) 7i7+->xW] -o-7iXb>^T;> 
'H-NMR (270MHz, CDC£ 3 )<5: 

7.22 (2H. d. J=8. 9Hz) , 7.19-7.22 (lH.m) , 7.15 OH, d, J=7. 92Hz) , 
6.84 (2H, d. J=8.91Hz) , 6.79 (1H. t. J=6. 93Hz) , 

5.14 OH. brt. J=5. 94Hz) , 4.11 (2H. t, J=5. 61Hz) , 3.70-3.79 (2H. ra) , 
3.58 (2H,q. J=5. 94Hz) , 3.41-3.49 (2H.m) , 3.02 (3H, s) , 
2.81 (2H. t, J=5.30Hz) 

mmm 2 3 

N- [2 - (2-7;;) i h + i/xfA] -N- (l-x^>XA'7 * — A) 

- N ' - [2 - (4-?DD7i;t-» xf;H -o-7iXl,>^7;> 
'H-NMR(270MHz. CDCi 3 )<5: 

7.21 (2H.d, J=8. 91Hz) , 7.15—7.19 OH.m) , 6.84 (2H. d. J=8. 91Hz) , 
5.12 OH. brt) , 4.13 (2H, t, J=5. 61Hz) , 3.81—3.90 OH.m) , 
3.58—3.71 (5H.m) , 3.45-3.49 (2H. m) , 3.12 (2H. q. J=7. 26Hz) , 
3.00—3.05 (2H.m) , 1.35 (3H. t. J=7. 59Hz) 

mmm 2 a 

N- [ 2 - (2-7;7) i^i/XfA] -N- ( 1 - 7 ns* > XJl 7 * — Jl ) 
-N' - C2 - (4-?dd7x;+-» xf;|.] - o- 7x-l/>-^7; > 
! H-NMR(270MHz. CDCi 3 )<5 : 

7.22 (2H.d, J=8.90Hz) , 7.15 OH, d, J=7. 92Hz) , 6.84 (2H, d. J=9. 24Hz) , 
6.77 OH.d. J=8.24Hz) , 6.70 OH. t. J=7. 59Hz) . 

5.18 OH. brt. J=5.94Hz) , 4.12 (2H. t. J=5. 61Hz) , 3.72-3.89 OH.m) , 
3.63-3.69 OH.m) , 3.54-3.60 (2H.m) , 3.39-3.47 (3H.m) , 
3.10 OH, t, J=7.26Hz) , 3. 12 OH. t. J=8. 9Hz) , 2.79 (2H. t. J=5. 28Hz) , 
1.82—1.96 (2H. m) , 1.49 (2H, brs) , 1.02 (3H. t. J=7. 26Hz) 
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mmm 2 5 

N- [2- (2-7;;) ih*->xf;l/] -N- ( 2 - 7n/0^;b7 
-N' - [2 - (4-?od7x;+^) xf A] - o- 7iX|,>-J7; > 
'H-NMR (270MHz. CDC £ s) 6 : 
7.22 (2H.d. J=8.90Hz) , 7.16 ( 1H. d. J=7. 92Hz) , 6.85 (2H. d. J=8. 91Hz) . 
6.78 (1H. d, J=8.24Hz) , 6.71 (1H, t, J=7. 43Hz) , 5.22 OH, t, J=5. 94Hz) , 
4.13 (1H, t, J=5.61Hz) , 3.96-4.06 UH,m) , 3.57 (2H. q. J=5. 61Hz) , 
3.35-3.50 (4H.m) , 2.81 (2H. t. J=4. 94Hz) , 2.34 (2H.br) . 
1.40 (6H. dd. J=6. 59Hz) 

mmm 2 6 

N- [2 - (2-7U) jc h4-->^^;H -N- ( 1 9 >XA,y*-J\s) 

-N' - [2 - (4-?DD7xy+i/) xf;b] - o-7x-b>i?7; > 
1 H-NMR (270MHz, CDC£ 3 )<5: 
7.22 (2H. d. J=8. 9Hz) , 7.14 (1H. d. J=7. 92Hz) . 6.84 (2H. d. J=8. 91Hz) , 
6.75 (lH.d. J=8.24Hz) , 6.70 (1H. t. J=7. 92Hz) , 5.18 (1H. t. J=5. 94Hz) , 
4.11 (2H. t, J=5. 61Hz) , 3.82-3.92 (lH.m) , 3.54—3.69 (3H.m) , 
3.37—3.47 (3H.m) , 3.06—3.18 (2H.m) , 2.79 (2H. t. J=4. 95, 5.28Hz) , 
1.78-1.89 (2H.m) , 1.25-1.40 (lOH.m) , 0.87 (3H. t. J=6. 6Hz) 

mmm 2 7 

N- [2 - (2-7=/) x h + s/xf-yU] -N- ( 1 - ^ > 9 > X )l 7 * — ;U) 
- N ' - [2 - (4-?dd7x; + -/) xf;b] - o- 7x-U>> ? 7; > 
'H-NMR (270MHz, CDC £ 3 ) 5 : 

7.22 (2H. d. J=8. 90Hz) , 7.14 (1H. d. J=7. 75Hz) , 6.84 (2H. d, J=8. 91Hz) , 

6.78 (lH.d. J=8.24Hz) , 6.70 (1H. t. J=7. 59Hz) , 

5.18 (1H, brt. J=5. 94Hz) , 4.11 (2H. t, J=5. 61Hz) , 3.82-3.89 (lH.m) , 
3.54-3.71 (3H, m) , 3.39-3.47 (4H.m) , 3.08-3.15 (2H,m) , 
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2.79 (2H. t. J=5.28Hz) , 1.79-1.87 (2H,m) , 1.55 (2H, br) , 
1.31-1.38 (3H,m) , 0.89 (3H. t, J=7. 92Hz) 
lii 2 8 

N- [2 - (2-7; 7 ) x h + S'if A] -N- ( 1 -^+t>7A7 *xA) 
-N' - [2 - (4-?dd7i;+^) x^;U] - o- 7x-U>-^T; > 
'H-NMR (270MHz, CDCi 3 )<5 : 
7.20 (2H. d. J=7. 58Hz) , 7.14 OH, d. J=7. 75Hz) , 6.84 (2H, d. J=8. 90Hz) , 
6.75 (lH.d. J=8.24Hz) , 6.68 ( 1H, t. J=7. 52Hz) , 5.18 ( 1H, t. J=5. 90Hz) , 
4.11 (2H. t. J=5. 60Hz) , 3.80-3.92 (lH.m) , 3.54-3.68 (3H.m) , 
3.39-3.46 (4H, m) , 3.08-3.15 (2H,m) , 2.79 (2H. t, J=5. 28Hz) , 
1.79-1.89 (2H.m) , 1.22-1.42 (7H) , 0.88 (3H. t. J=6. 93Hz) 

mmm 2 9 

N- [2 - (2 - 7 i y) x h^-^i^/H -N- ( 1 -^-f$ yxJiy*~Ji) 

- N ' - [2 - (4-?oD7x7+i/) x^;H - o- 7x-P>^7;> 
'H-NMR (270MHz, CK£ 3 )S: 

7.20 (2H. d, J=7. 59Hz) , 7.14 (1H, d, J=7. 75Hz) , 6.84 (2H, d, J=8. 91Hz) , 
6.75 (lH.d. J=8.24Hz) , 6.70 (1H, t, J=7. 51Hz) , 5.18 (1H, t, J=5. 94Hz) , 
4.11 (2H. t. J=5. 61Hz) , 3.82-3.92 (lH.ra) , 3.54-3.62 (3H.m) , 
3.39-3.47 (4H.m) , 3.06-3.18 (2H,m) . 2.79 (2H, t, J=5. 28Hz) , 
1.78-1.89 (2H,tn) , 1.20-1.42 (9H.ra) , 0.87 (3H, t, J=7. 26Hz) 

mmm s o 

N- [2- AT$;) x^;l/] -N-Xj? *x;t,-N' - [2 

- (4-^on7xy^->) if;l/] - o- 7x-b>^7; >iM§|iM 
'H-NMR(270MHz, DMSO-de) <5 : 

10.75 (1H, br) , 7.54-7.65 (2H,m) , 7.32 (2H. d. J=9. 24Hz) , 
7.28-7.33 (lH.m) , 7.22 (1H. t. J=8. 24Hz) , 6.97 (2H, d. J=8. 91Hz) , 

2 3 
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6.85 (IH. d. J=8. 58Hz) , 6.67 (1H. t. J=7. 59Hz) , 4.06-4.14 (2H, m) , 
4.02 (2H, q, J=7.59Hz) , 3.76-3.83 (lH.m) , 3.54 (2H, t, J=5. 28Hz) , 
3.26-3.35 (2H,m) , 3.09 (2H, brs) , 2.72 (6H, d, J=9. 24Hz) , 
1.23 (3H, t, J=7. 59Hz) 

mmmz 1 

N- [2 - (^yf A7i;) xf;b] -N- (l-7^>x;l7t-^) - N ' 

- [2- (4-?dd7x;+-» xf;t/] - o - 7 y'JT X 
'H-NMR (270MHz. DMS0-d 6 )S: 

10.20 (1H, br) , 7.32 (2H. d. J=8. 58Hz) , 7.29—7.33 ClH.m) , 
7.22 (1H. t. J=8. 24Hz) , 6.97 (2H, d. J=8. 91Hz) , 6.84 ( 1H. d. J=8. 25Hz) , 
6.67 (1H. t. J=7.26Hz) , 4.11 (2H. t. J=5. 61Hz) , 4.00-4.05 (lH.m) , 
3.70-3.75 (lH.m) , 3.53 (2H, t, J=5. 94Hz) , 3.24-3.55 (2H,m) , 
3.06 (2H.br) , 2.73 (6H, d. J=13. 20Hz) 

mmm 3 2 

N- [ 2 - (i;^f^7 S J ) x^;b] -N- ( 1 *— Jl) - 

N' - [2 - (4-?dd7x7+^) Xf;|/] -o-7t — U>S>TS yi&m 

'H-NMR (270MHz, DMS0-d 6 )<5: 
10.24 (1H, br) , 7.32 (2H. d. J=8. 58Hz) , 7.29-7.32 (lH.m) , 
7.22 (1H. t. J=8.24Hz) , 6.97 (2H, d. J=8. 91Hz) , 6.84 (1H. d. J=8. 24Hz) , 
6.67 (1H. t. J=7.58Hz) . 4.10 (2H, t, J=5. 61Hz) , 3.74-3.80 (lH.m) , 
3.51—3.55 (2H.m) , 3.24—3.53 (2H,m) , 3.06 (2H, brs) , 
2.73 (6H, d, J=12.21Hz) , 1.63-1.65 (2H. m) , 0.84 (2H, t. J=6. 27Hz) 

mmm 3 3 

N- [2- (2-7;;) x h^i/X-^A] - N - O -tr > X A- 7 * x Jl-N' 

- [2 - (4-?DD7i;t^) Xf/l/] - o - 7 x — U ■*s?JT I > 
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■H-NMR (270MHz. CDC£ 3 )<5: 

7.72 (2H, d. J=7.59Hz) , 7.58 (1H. t. J=7. 26Hz) , 7.46 (2H. t. J=7. 92Hz) , 

7.23 (2H, d. J=8. 57Hz) , 7.17 (1H, t. J=8. 25Hz) , 6.87 (2H, d. J=8. 91Hz) , 

6.76 (1H, d. J=8. 24Hz) , 6.49 (1H, t. J=7. 59Hz) , 6.38 ( 1H, d, J=7. 92Hz) , 

5.19 (1H. t. J=5. 94Hz) , 4.11 (2H, t. J=5. 94Hz) , 4.02-4.11 (1H, in) , 

3.56 (2H, q. J=5. 94Hz) . 3.24—3.50 UH.m) , 2.71 (2H. t, J=5. 28Hz) 

mmm 3 4 

N- [2- (yyf*7 5;) -N-'O-t? >x;U7 * — ju-n' - 

[2 - (4-?DD7x;^i/) x^A] - o- 7i-^^7; 
'H-NMR (270MHz, DMS0-d 9 )S: 
10.69 (1H, brs) , 7.74 (2H, d, J=7. 92Hz) , 7.73-7.76 (lH.m) , 
7.34 (2H. d. J=8. 91Hz) , 7.16 (1H. t. J=7. 26Hz) , 7.00 (2H, d. J=8. 91Hz) , 
6.82 (1H, d. J=7.59Hz) , 6.43 (1H, t. J-7. 26Hz) , 6.24 ( 1H, d. J=7. 92Hz) , 
4.30-4.35 (lH.m) , 4.12 (2H, t. J=5. 61Hz) , 3.44-3.55 (3H.m) , 
3.10 (2H, brs) , 2.76 (6H. dd. J=12. 21, 3. 3Hz) 

mmm z 5 

N- [2- (2-7;;) + -N- (p- F/U>X/l7t-A) 

-N' - [2 - (4-?DD7xy+^) - o- 7i-l/>^7;> 

'H-NMR (270MHz, CDC & ,) 5 : 
7.59 (2H. d. J=8.25Hz) , 7.24 (2H. d. J=8. 9Hz) , 7.22 (2H. d, J=6. 59Hz) , 
6.87 (2H, d. J=8.91Hz) . 6.75 (1H, d. J=7. 25Hz) , 6.50 (1H. t, J=7. 92Hz) . 
6.40 (1H, d, J=7. 92Hz) , 5.19 (1H, brs) , 4.11 (1H, t. J-5. 28Hz) , 
4.02-4.09 (lH.m) , 3.56 (2H. q. J=5. 28Hz) , 3.21-3.47 (3H.m) , 
2.74 (2H, t, J=4. 95, 4. 85Hz) , 2.41 (3H. s) 

mmm z 6 

N- [ 2 - 1 f;b7 ^ J ) xf;U -N- (p - h 7 * — Jl) - 

2 5 
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1 H-NMR (270MHz, DMS0-d 6 )<5: 
10.22 (lH.br) , 7.61 (2H, d, J=8. 25Hz) , 7.42 (1H. d, J=8. 25Hz) , 
7.34 (2H.d. J=9.24Hz) . 7.16 (1H. t. J=7. 26Hz) , 6.99 (2H. d. J=8. 91Hz) , 
6.82 (lH.d. J=7. 92Hz) , 6.44 (1H. t, J=7. 25Hz) , 6.25 (1H, d, J=6. 60Hz) , 
4.23-4.30 (lH.m) , 4.11 (2H. t. J=5. 61Hz) , 3.41-3.53 (3H, in) , 
3.16 (3H, s) , 3.06 (2H, brs) , 2.63 (6H. d. J=17. 16Hz) 

mmm 3 7 

N - [2- (2-TiJ) xh + i/xf;H - N - ( 1 - i~ 7 9 U 7 + - 

)l) -N' - [2- (4-^007^+-/) x^yl/] - 0 - 7i-^yT; 
> 

1 H-NMR (270MHz. CDC£ 3 )5: 
8.64—8.69 (lH.m) , 7.99—8.08 (2H. m) , 7.88-7.91 (lH.m) , 
7.52—7.55 (2H.m) , 7.52 (1H. t. J=4. 29Hz) , 7.23 (2H. d. J=8. 90Hz) , 
7.11 (1H. t, J=6.93Hz) , 6.76 (2H. d. J=8. 90Hz) , 6.69 (1H. d, J=7. 59Hz) , 
6.60 (1H. d. J=7. 58Hz) , 6.44 (1H. t. J=7. 59Hz) , 4.85 (1H. t. J = 6. 27Hz) , 
4.10-4.19 (lH.m) , 3.74-3.86 (lH.m) , 3.66-3.72 (lH.m) , 
3.41—3.56 (3H.m) , 3.29 (2H. t. J=4. 95Hz) , 3.14-3.23 (1H. s) , 
2. 66 (2H. t. J=4. 94Hz) 

mmm 3 8 

N- [2 - (y^^7;7) xf;l/] -N- ( 1 - -f-y 9 V > X)17 * —Jl) 
-N' - [2 - (4-?DD7x;+i/) xH] - o -7 xxi/ > yr i >ig 

'H-NMR (270MHz, DMS0-d 6 ) 6 : 
10.95 (lH.brs) , 8.33 (2H, t. J=9. 57Hz) , 8.12 (2H, t, J=7. 58Hz) , 
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7.49-7.67 (4H.ni) , 7.35 (2H. d. J=8. 91Hz) , 7.12 ( 1H, t, J=8. 58Hz) , 
6.95 (2H, d. J=8. 91Hz) , 6.77 (1H, d, J=8. 24Hz) , 6.29—6.79 (2H, m) , 
4.22-4.33 (lH.m) , 3.88-3.96 (lH.m) , 3.41-3.48 (lH.m) , 
3.31-3.39 (lH,m) , 3.14 (2H. brs) , 2.74 (6H. dd. J=2. 97, 10.23Hz) 

mmm 3 9 

N- [2 - (2-7:7) i h^x^U] -N- ( 4 - J h * z^O -if > * A 
■Jt=-A) -N' - [2 - (4-?aD7i;*-» xf;i] - o-7i-U> 
; JT I y 

'H-NMR (270MHz. CDCi 3 ) 5 : 
7.64 (2H. d. J=8.91Hz) , 7.23 (2H, d, J=8. 90Hz) , 7.17 (1H. t. J=6. 93Hz) , 
6.91 (2H. d. J=8. 90Hz) , 6.87 (2H. d. J=8. 91Hz) , 6.75 (1H. d. J=7. 26Hz) , 
6.51 (1H, t. J=7.26Hz) , 6.42 (1H. d, J=7. 59Hz) , 
5.21 (1H, brt. J=5. 94Hz) , 4.11 (1H, t. J=5. 94Hz) , 3.85 (3H, s) , 
3.56 (2H, q. J=5. 61Hz) , 3.22-3.46 (3H,m) , 2.72 (2H. t, J=5. 28Hz) 

H»J4 0 

N - [2 - xf;i] -N- (a - / h^-y-^y^fyxAy t 

=-)l) - N ' - [2 - (4-^nD7i/ + y) xf;|/] - o- 7x-b>^7 

'H-NMR (270MHz, DMS0-d 6 )o : 
10.27 (1H, brs) , 7.65 (2H, d, J=8. 91Hz) , 7.55-7.61 (lH.m) , 
7.34 (2H.d. J=8.91Hz) , 7.16 (1H. t. J=7. 26Hz) , 7.12 (2H, d, J=8. 91Hz) , 
7.00 (2H,d, J=8.91Hz) , 6.82 (2H. d, J=7. 92Hz) , 6.46 (1H, t. J=7. 25Hz) , 
6.29 (1H, d. J=7.92Hz) , 4.24-4.29 (lH.m) ,4.11 (2H, t. J=5. 28Hz) , 
3.86 (3H, s) , 3.39—3.55 (3H. m) , 3.06 (2H, brs) , 
2.77 (6H. d. J=15. 84Hz) 

mmm* 1 
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N- [2- (2-7;;) i^i/xf;l] -N- (4-7iUo^>ti'>^;L 
7t-^) -N' - [2 - (4-7dd7x;+-» xf;L] - o-7i^U> 
>>7 $ > 

'H-NMR (270MHz. CDCf a)<5 : 
7.73 (1H, d, J=4. 95Hz) , 7.70 (1H, d. J=4. 95Hz) , 7.10-7.26 (6H,m) , 
6.87 (2H. d. J=9. 24Hz) , 6.78 (1H. d, J=8. 24Hz) , 6.52 (1H. t. J=7. 92Hz) , 
6.39 OH.d.J=7.59Hz) , 5.18 (1H, brs) , 4.12 (2H. t. J=5. 28Hz) , 
4.04 (1H, t. J=6. 6Hz) . 3.56 (2H.br) . 3.27-3.48 (6H.m) , 
2.77 (2H. t. J=4. 95Hz) , 

mmm a 2 

N- [2- (iSt^JlTlJ) xf;i] -N- ( 4 - 7Wn^>if>X;b7 * 
-Jl) - N ' - [2 - (4-?oo7x;+7) xf^] - o-7xXb>^7 

'H-NMR (270MHz. DMS0-d 6 )(5 : 
10.10 (1H, br) , 7.63 (2H, d. J=7. 53Hz) , 7.57 (2H, d. J=7. 59Hz) , 
7.48 (1H. t, J=8. 91Hz) , 7.35 (2H. d. J=8. 91Hz) , 7.17 (1H. t. J=7. 26Hz) , 
6.98 (2H. d. J=8. 91Hz) , 6.83 ( 1H. d. J=8. 25Hz) . 6.46 (1H. t. J=7. 25Hz) , 
6.27 (1H. d. J=7. 94Hz) , 4.26—4.32 (lH.m) . 4.12 (2H. t. J=5. 61Hz) , 
3.48-3.53 (lH.m) , 3.07 (2H, brs) , 2.79 <6H, dd. J=21. 77, 2.97Hz) 

mmm 4 3 

N- [2- (2-7$;) xh + ^xfA] -N- (4-7'D^>t*>^;l7 
* — A) -N' - [2 - (4-?do7x;+'» xf-;U] - o-7xXb>^ 
T i y 

'H-NMR (270MHz. CDC4 3 )<5: 
7.61 (2H.d. J-9. 24Hz) , 7.56 (2H. d. J=9. 24Hz) , 7.22 (2H. d. J=9. 23Hz) , 
7.19 (1H. t. J=7. 26Hz) . 6.87 (2H, d. J=9. 24Hz) , 6.76 (1H. d. J=8. 24Hz) , 
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6.53 (1H, t, J=7. 92Hz) , 6.42 ( 1H, d, J=7. 92Hz) , 

4.97 (1H. brt. J=6.27Hz) , 4.00-4.13 (3H.m) , 3.26-3.57 (HH.ra) , 
2.74-2.78 (2H.m) , 2.08 (2H, br) 

mm 4 4 

N- [2- (<J /^JIT i J) x^;U] -N- ( 4 - 7*a ^^OV > * x 

A) -N' - [2 - (4-?DD7x;tS/) x^A] -o-7xxU>^7^ 
y ■ HC £ 

'H-NMR (270MHz. DMS0-d 6 )<5: 
10.08 (lH.br) , 7.85 (2H, d, J=8. 58Hz) , 7.64 (2H, d, J=8. 58Hz) , 
7.58 (1H. t. J=6. 93Hz) , 7.34 (2H, d, J=8. 91Hz) , 7.17 (1H. t. J=7. 26Hz) , 

6.98 (2H, d, J=8.58Hz) , 6.83 (1H, d. J=7. 92Hz) , 6.47 ( 1H. t. J=7. 25Hz) , 
6.32 (1H, d. J=6.92Hz) , 4.26-4.32 (lH.m) , 4.11 (2H. t, J=5. 94Hz) , 
3.45-3.60 (3H.m) , 3.07 (2H. brs) , 2.79 (6H. dd, J=22. 10, 2. 97Hz) 

mmm 4 5 

N- [2 - (2-7;7) x h + i/xfA] -N- ( 4 - 3 - -tf > X Jl 7 

t—JU) - N ' - [2- (4-?nD7xy + -» -o-7x — U > ^ 

T * > 

'H-NMR (270MHz. CDCi 3 )(5: 
7.79 (2H. d. J=8. 58Hz) , 7.39 (2H. d. J=8. 57Hz) , 7.22 (2H, d, J=8. 9Hz) , 
6.88 (2H.d. J=8. 91Hz) , 6.85 (1H, t. J=7. 36Hz) . 6.58 (1H. t. J=7. 59Hz) , 
6.40 (1H. d. J=6. 27Hz) , 5.11 (lH.br) , 4.04—4.18 (3H. m) , 
3.43-3.64 (6H.m) , 3.27-3.39 (lH.ra) , 2.99—3.05 (2H.m) 

mmm 4 q 

N- [2- (y/fA/7i;) - N - ( 4 - 3 - FOi?'/X;b7 

A) -N' - [2 - (4-?nD7x7 + i/) xfib] - o-7xxU>>>T~ 



WO 99/50237 



PCT/JP99/01621 



■H-NMR (270MHz. DMS0-d«) 5 : 
10.24 (1H, brs) , 7.83 (2H. d. J=8. 54Hz) , 7.62 (2H. d, J=8. 58Hz) , 
7.58 C1H. t. J=7.24Hz) , 7.22 (2H. d. J=8. 91Hz) , 7.16 (1H. t. J=7. 26Hz) , 
6.88 (2H, d. J=8. 91Hz) , 6.82 (1H. d, J=7. 92Hz) , 6.46 (1H. t. J=7. 24Hz) , 
6.32 (lH.d, J=6.92Hz) . 4.24-4.32 (lH.m) , 4.10 (2H. t. J=5. 94Hz) , 
3.43-3.58 (3H.m) , 3.04 (2H. brs) , 2.78 (6H. dd. J=20. 18, 2. 94Hz) 

mrnm 4 1 

N - [2 - (2-7;7) xf + ^XfiH -N- (4-?DD^>f>XA7 
*—Jl) - N ' - [2- ( 4 -y)l-tay x7+-» - o-7x^-U> 

f J~T X > 

'H-NMR (270MHz, CDCi 3 )<5 : 

7.41 (4H, s) , 7.22 (2H, d, J=8. 91Hz) , 7.16-7.19 (lH.m) , 

6.86 (2H, d. J=8. 90Hz) , 6.74 (1H. d. J=8. 22Hz) , 6.52 ( 1H. t, J=7. 26Hz) , 
6.40 (1H, d. J=7. 90Hz) , 5.14 (1H. brt. J=5. 92Hz) , 4.00—4.12 (2H, m) , 
3.56 (2H. q. J=5. 60Hz) , 3.22—3.45 (5H, m) , 2.74 (2H. t. J=5. 28Hz) 

nmm* 8 

N- [2- i J ) if^] -N- (4-^DD^>t">x;l/7tx 

)V> -N' - [2- (4-7Wd7W+'» ifA] - o-7x^U>> ; T 

'H-NMR(270MHz. DMS0-d 6 )<5: 
10.32 (1H, brs) , 7.62 (2H, d, J=8. 58Hz) , 7.48 (1H, t, J=7. 98Hz) , 

7.42 (2H, d. J=8. 52Hz) , 7.38 (2H, d. J=8. 54Hz) , 7.16 ( 1H. t. J=7. 24Hz) , 
6.84 (2H.d. J=7. 94Hz) , 6.76 (1H, d. J=7. 42Hz) , 6.43 ( 1H, t. J=7. 24Hz) , 
6.32 (lH.d. J=6.91Hz) , 4.22-4.34 (lH.m) , 4.10 (2H. t. J=5. 92Hz) , 
3.42-3.56 (3H.m) , 3.06 (2H. brs) , 2.76 (6H. dd, J=14. 4, 2. 68Hz) 

mmm 4 9 

3 0 
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N - [2- (2-7;;) xF^->xf^] -N- (4-^anA:>-tr'>xA-7 
* -A) -N' - (2-7xy+^xf^) - o-7i— U>S>TS> 
•H-NMR (270MHz. CDCi 3 )S: 

7.22 (2H. d. J=7.58Hz) , 7.56 (1H. t. J=7. 25Hz) , 7.43 (2H. t, J=7. 92Hz) , 

7.23 (2H.d. J=8.57Hz) , 7.16 (1H. t. J=7. 26Hz) , 6.87 (2H. d. J=8. 91Hz) , 
6.76 (lH.d. J=8.23Hz) , 6.49 (1H. t. J=7. 59Hz) , 

6.38 (lH.brt. J=7. 92Hz) , 5.16 (1H. t, J=5. 94Hz) , 

4.11 (2H. t. J=5.94Hz) , 4.06-4.11 (lH.m) , 3.56 (2H, q, J=5. 94Hz) , 
3.22-3.58 (4H,m) , 2.71 (2H. t. J=5. 28Hz) 

mmm 5 0 

N- [2 - (if Jf-JIT i J) - N - (4-?DD^>-tf>X^7tx 

)l) - N ' - (2-7x7+i/if^) -o-7x-U>^7; 
'H-NMR(270MHz. DMSO-de) 5 : 
10.54 (1H, br) , 7.76 (2H. d. J=7. 92Hz) , 7.72—7.74 (lH.m) , 
7.42 (2H.d. J=8.90Hz) , 7.16 (1H, t, J=7. 26Hz) , 7.02 (2H, d, J=8. 91Hz) , 
6.82 (1H. d. J=7. 54Hz) , 6.42 (1H. t. J=7. 43Hz) , 6.24 (1H. d, J=7. 92Hz) , 
4.32-4.36 (lH.m) , 4.10 (2H, t, J=5. 62Hz) , 3.43-3.54 (3H.m) , 

3.12 (2H. brs) , 2.78 (6H, dd. J=13. 4, 2. 7Hz) 

mmms 1 

N- [2- (i?;f;b7;;) xfib] -N- ( 2 - *? a a ^ > -fe" > 7 + — 
;U) -N' - [2- ( 4 - ^ a a 7 x y +->) X^;U] - o- 7xXb>^7; 

'H-NMR (270MHz. DMSO-de) 5 : 
10.77 (1H, brs) . 7.52-7.74 UH.m) , 7.44 (1H. t. J=7. 26Hz) . 
7.36 (2H, d, J=8. 91Hz) , 7.16 (1H. t. J=7. 26Hz) , 7.01 (2H, d, J=9. 24Hz) , 
6.82 (lH.d. J=8.25Hz) , 6.57 ( 1H. d. J=7. 92Hz) , 6.46 ( 1H. t, J=7. 26Hz) , 

3 1 



WO 99/50237 



PCT/JP99/01621 



4.41— 4.46 ClH.m) , 4.11 C2H. t, J=5. 61Hz) , 3.81—3.86 (1H. m) , 

3.42- 3.55 (2H.m) , 3.15 (2H. brs) , 2.74 (6H. d. J=6. 93Hz) 

mmm 5 2 

N- [2- (i^/fAT;;) -N- ( 3 - ? a D'O-tfyXA 7 * - 

A) -N' - [2 - (4-?on7x7+->) Xf^] - o- 7i^^^7- 

1 H-NMR(270MHz. DMS0-d 6 )5 : 
10.55 (1H, brs) , 7.79-7.85 (2H. m) , 7.64 (2H. d, J=4. 62Hz) , 
7.55-7.61 (lH.m) , 7.34 (2H, d. J=8. 91Hz) , 7.18 OH, t. J=8. 58Hz) , 
6.98 (2H, d. J=8. 91Hz) , 6.83 (1H, d. J=7. 59Hz) , 6.46 ClH. t. J=6. 93Hz) , 
6.33 (1H. d. J=7. 92Hz) , 4.33—4.38 (lH.ra) , 4.11 (2H. t. J=5. 94Hz) , 
3.49-3.55 (2H.ni) , 3.10 (2H.br) , 2.78 (6H, dd, J=18. 14, 3. 95Hz) 

mmm 5 3 

N- [2- i-J J^JlsT I J) xf ;H -N- (4-?DD^>-tr'>XA7t- 
A) — N ' - [2- ( 4 - / x J xfA] -o-7x— b>i^T$ 

! H-NMR (270MHz, DMS0-d 6 )<5: 
10.13 (1H, br) , 7.73 (2H. d, J=8. 91Hz) , 7.70 (2H. d. J=9. 24Hz) , 
7.54-7.68 (2H.m) , 7.17 (1H. t. J=7. 59Hz) , 7.09 (2H. d. J=8. 58Hz) , 
6.85 (2H.d. J=8.58Hz) . 6.81—6.84 (lH.m) , 6.47 OH. t. J=7. 92Hz) , 
6.32 (1H. d. J=7.25Hz) , 4.06 (2H, t. J=5. 94Hz) , 3.45-3.56 (3H.m) , 
3.07 (2H. brs) , 2.78 (6H. d, J=19. 46Hz) 

mmm 5 4 

N - [2- (yyf;t-7;;) xf;t] -N- ( 4 - 9 o D^>-tf>x;i'7 + — 
A) -N' - [2 - (4-7n^7x;t^) xf;t] - o- 7x-b>77; 

3 2 
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3 H-NMR (270MHz. DMS0-d e )£: 
10.24 (lH.brs) , 7.84 (2H. d. J=8. 42Hz) , 7.62 (2H. d. J=8. 54Hz) , 
7.56 (1H, t. J=8.92Hz) , 7.23 (2H, d. J=8. 54Hz) , 7.16 (1H, t. J=7. 26Hz) , 
6.84 (2H. d. J=7. 94Hz) , 6.76 ( 1H. d. J=7. 92Hz) , 6.42 (1H, t. J=7. 24Hz) , 
6.32 (1H. d, J=6. 92Hz) , 4.23-4.33 (lH.m) , 4.12 (2H, t. J=5. 92Hz) , 
3.42-3.58 (3H.m) , 3.04 (2H. brs) , 2.77 (6H. dd. J=21. 21. 2. 95Hz) 

mmm 5 5 

N- [2- (i? t f-JlT I J ) ifA] -N- ( 4 - ? n aKy-tfyXJl? * — 
A) -N' - [2 - (4-^na7x;+-» Xf;H -m-7x-^^T; 

'H-NMR(270MHz. DMSO-de) 6 : 
10.53 (lH.br) , 7.68 (2H, d, J=8. 58Hz) , 7.63 (2H. d, J=8. 58Hz) , 
7.34 (2H. d. J=8. 91Hz) , 7.08 (1H, t. J=7. 92Hz) , 6.97 (2H. d. J=8. 91Hz) , 
6.66 (1H. d. J=8.25Hz) , 6.44 (lH.s) , 6.26 (1H. d. J=7. 92Hz) , 
3.91-4.08 (4H.m) , 3.34 (2H. t. J=5. 61Hz) , 3.10-3.18 (2H.ra) , 
2.80 (6H. d, J=4. 62Hz) 

mmm 5 6 

N - [2- (i?>f A/7;;) xf A] -N- (2-^nD^>-t?>x;b7t- 
Jl) - N ' - [2 - (4-?od7i;+^) X^-A] - p-7i^U>'^Ti 

'H-NMR (270MHz. DMSO-de) <5 : 
10.47 (1H. brs) , 7.69 (2H. d, J=8. 57Hz) , 7.59 (2H. d. J=8. 58Hz) , 
7.32 (2H. d. J=8. 58Hz) , 6.97 (2H, d. J=8. 91Hz) , 6.82 (2H. d. J=8. 91Hz) , 
6.62 (2H. d. J=8. 57Hz) , 4.10 (2H. t. J=5. 28Hz) , 3.88 (2H. t. J=6. 27Hz) , 
3.41 (2H. t, J=5. 27Hz) , 3.08 (2H. q. J=6. 27Hz) , 2.77 (6H. d, J=4. 62Hz) 

mmm 5 7 

3 3 
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N- [ 2 - (^ / i-JlT I J ) xf-;u] -N- + y 'J>x/l7t-^) 

-N' - [2 - (4-?aD7i; + -» ifA] - o- 7x^l/>^7; >i 

'H-NMR (270MHz. DMS0-d 6 )<5 : 
10.42 (lH.br) , 9.65 (1H, s) , 8.64 (1H. d. J=8. 25Hz) , 
8.53 (1H. d. J=7.26Hz) , 8.46 (1H. d. J=6. 60Hz) , 8.10 (1H. d. J=6. 60Hz) , 

7.96 (1H. t. J=7.91Hz) , 7.35 (2H. d, J=8. 91Hz) , 7.11-7.16 (lH.m) , 

6.97 (2H. d, J=8. 91Hz) , 6.84 (1H. d. J=8. 58Hz) , 6.23-6.25 (2H,m) , 
4.27-4.32 (lH.m) , 4.01 (2H. t. J-7. 25Hz) , 3.36-3.25 (2H.m) , 
3.13 (2H. brs) , 2.77 (6H. dd. J=19. 13, 2. 63Hz) 

mmm 5 8 

N- [2- (i?yfA/T;;) x^;t/] -N- ( 4 - 7 a vO-tt'yxJl? * x 
A) - N ' - [2 - (3-^DD7iy*^) xf /I/] - o- 7xil/>^7; 

'H-NMR (270MHz. DMS0-d 6 )£ : 

10.49 (1H, br) , 8.93—8.95 (lH.m) , 8.61 (1H, t. J=6. 26Hz) , 

8.08 (1H. t. J=6. 60Hz) , 7.74 (2H. d. J=9. 24Hz) , 7.68 (2H. d. J=8. 90Hz) , 

7.43 (1H, d. J=6. 27Hz) , 7.31 (1H, t, J=8. 25Hz) , 7.14-7.29 (2H.m) , 

6.98 (1H, t, J=7. 59Hz) , 6.89 (1H. d. J=8. 25Hz) , 6.48 (1H, t. J=7. 92Hz) , 
6.35 (1H. d. J=7. 92Hz) , 4.18 (2H, t. J=5. 97Hz) , 3.70-3.74 (2H. m) , 
3.10—3.18 (2H. m) . 2.71-2.77 (6H,m) 

mmm 5 9 

N - [2 - CiSJI-Jl/TiJ) xf;l] -N- (4 -?oo^^'>x;l'7t- 
Jl) -N' - [2- (2-?DD7iy+'» xf-;l] - o-7x-^i?7; 

'H-NMR (270MHz. DMSO-de) 5 : 
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10.24 (1H, br) , 7.48-7.72 (4H, m) , 7.46 OH, t. J=7. 24Hz) , 
7.36 (2H,d, J=8. 92Hz) , 7.14 (1H. t. J=7. 24Hz) . 7.04 (2H. d. J=8. 92Hz) , 
6.82 OH. d. J=8. 24Hz) , 6.56 (1H. d, J=7. 92Hz) , 6.46 (1H, t. J=7. 24Hz) , 
4.43-4.46 (lH.m) . 4.10 (2H. t. J=5. 60Hz) , 3.78—3.86 (lH.m) , 
3.42-3.54 (2H.m) , 3.14 (2H. brs) , 2.76 (6H. d, J=10. 24Hz) 

nmm 6 0 

N- (2-T~yi^AO -N- ( 4 - 9 aa^y-if >XJl7 t— Jl) -N' - 
[ 2 - ( 4 - 7 a a 7 * J ) xf A] - o - 7 x — U > S>T $ > 

'H-NMR (270MHz, CDC ^ 3 ) <5 : 

7.63 (2H. d. J=8. 58Hz) , 7.41 (2H. d, J=8. 58Hz) , 7.13-7.16 (lH.m) , 
7.11 (2H. d, J=8. 58Hz) , 6.68—6.71 (lH.m) , 6.58 (2H. d, J=8. 58Hz) , 
6.30-6.47 (3H,m) , 5.02 (1H, t, J=5. 88Hz) , 4.20 (2H, t. J=5. 64Hz) , 
3.86-3.96 (lH.m) , 3.55 (2H. t. J=5. 28Hz) , 3.04—3.11 (lH.m) , 
2.65-2.73 (lH.m) , 2.58-2.68 (lH,m) 

mmme 1 

N- [2- (2-T-7) x x 5^] -N- (4-^OD^>if~>XA7 

-N' - [3 - (4-7007x7+ *>) 7nW] - o - 7 x — U > 

: J-f I > 

'H-NMR (270MHz, CDC£ 3 )5: 

7.64 (2H. d, J=8.58Hz) , 7.44 (2H. d. J=8. 91Hz) , 7.22 (2H. d, J=8. 9Hz) , 
7.15 (1H. t, J=6.93Hz) , 6.87 (2H. d. J=8. 91Hz) , 6.70 (1H. d, J=8. 25Hz) , 
6.45 (1H. t. J=7.91Hz) , 6.34 (1H, d, J=7. 59Hz) , 4.98 (1H. t, J=5. 94Hz) , 
4.01-4.14 (3H.m) , 3.23-3.48 (6H, in) , 2.75 (2H. t. J=5. 20Hz) , 
2.04—2. 14 (2H,m) 

mmm 6 2 

N- (2-7;7if;l/) -N- ( 4 - 9 a n'O-tr yX)l7 *~ )l) -N' - 

3 5 
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(4-?DD-»t;;l/) - o - 7 x — U > S>T $ > 
1 H-NMR (270MHz. CDC£ 3 )(5: 

7.64 (2H. d, J=8. 58Hz) , 7.46 (2H. d, J=8. 58Hz) , 7.28 (4H.m) , 

7.15 (1H. t. J=7.26Hz) , 6.71 (1H. t. J=8. 25Hz) , 6.58 (1H. d. J=16. 16Hz) , 
6.51 (1H. t, J=7.59Hz) , 6.19-6.33 (2H,ra) , 3.96 (2H. d, J=5. 63Hz) , 
3.11-3.19 (lH.m) , 3.28-3.87 (lH.m) , 2.63-2.78 (lH.m) 

mmm 6 3 

N- [2- (2-7;;) xF + ->xf;b] -N- ( 4 - 9 n a^yifyXJl? 

-N' - [2- (4-^nn7i-^) xf/|/] -o-7x— u>i?T 

i y 

'H-NMR (270MHz. CDCi 3 )<5: 

7.65 (2H. d, J=8. 58Hz) . 7.42—7.49 (lH.m) , 7.40 (2H, d. J=8. 58Hz) , 
7.24 (2H. d. J=9.24Hz) , 7.11—7.18 (lH.m) , 6.87 (2H. d. J=8. 91Hz) , 
6.71 (1H, d, J=8.25Hz) , 6.44—6.51 (2H, m) , 5.80 (1H. t. J=5. 94Hz) , 
4.05-4.12 (3H.m) , 3.49-3.52 (2H. m) , 2.33-2.44 (2H. m) 

mmm 6 4 

N- [2- (2-T;7) xFti/XfA] -N - ( 4 - 0 o a a: y if y x Jl 7 
t=-)l) -N' - [2- (4-?DD7xX^ft) x^A] -o-7x— b> 

i?T ~ > 

'H-NMR (270MHz. CDCi 3 ) (5 : 
7.65 (2H. d. J=8.58Hz) , 7.45 (2H, d. J=8. 58Hz) , 7.35 (2H. d. J=8. 91Hz) , 
7.27 (2H. d. J=8. 91Hz) , 7.15 (1H. t. J=6. 93Hz) , 6.58 (1H. d. J=6. 27Hz) , 
6.49 (1H. t, J=7.59Hz) , 6.36 (1H. d. J=7. 92Hz) , 
5.12 (1H. brt. J=6. 46Hz) , 4.01-4.10 (lH.m) , 3.26-3.59 (8H.m) , 
3.10 (2H. t. J=7. 26Hz) , 2.76 (2H. t. J=4. 95Hz) 

mmm 6 5 

3 6 
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N- (2-7= ;xf A) -N- (4-^DD^>if'>XA7t-A) -N' - 
[2 - (4-^an7x— -o-7x — b>^T; > 

'H-NMR (270MHz. CDC£ 3 )<5: 
7.29 (2H. d. J=8. 91Hz) , 7.23 (2H. d. J=8. 91Hz) ,7.11 (2H, d. J=8. 58Hz) , 
6.67-6.82 (lH.m) , 6.58 (2H, d, J=8. 58Hz) , 6.24-6.45 (3H. m) , 
5.04 (1H. t. J=5. 92Hz) , 4.08 (2H, t. J=5. 62Hz) , 3.88-3.97 (lH.m) , 
3.78—3.86 (2H. m) , 3.05-3.12 (lH.m) , 2.72-2.76 (lH.m) , 
2.58-2.68 (lH.m) 

mmm 6 6 

3- (4-?DD^>-tf>X^7*-AT;;) - A- [2 - ( 4 - ? n n ? j. 

J x^-;u] T i J - 1 - (4 -^e;I/7 * ij y*7i/,f-A) 'O-tf > 

'H-NMR(270MHz. CDCi 3 )<5 : 
7.70 (1H, brs) , 7.61 (2H. d, J=8. 57Hz) , 7.39-7.12 (5H.ra) , 
6.86 (2H,d, J=8.91Hz) , 6.59 (1H. d, J=8. 58Hz) , 6.34 (1H, d, J=l. 98Hz) , 
5.35 (lH.m) , 4.08 (2H, m) , 3.76—3.25 (10H. m) 

mnm 6 1 

3 - CN- [2 - (2-7;7)xf + i/xf;b] -N- (4-^ua^<>-tr'> 
) 7 ; y - 4 - [2- (4-?DD7 i y+-» xf A] 7 - ; 

-1- (4- ; e;l/7t')/*A^x;|/) ^>-t?> 

'H-NMR (270MHz. CDC£ 3 )<5: 
7.67 (2H. d. J=8. 57Hz) , 7.44 (2H. d, J=8. 57Hz) , 
7.31 (lH.dd. J=8.58. 1.98Hz) , 7.25 (2H, d. J=8. 90Hz) , 
6.86 (2H. d. J=8. 90Hz) , 6.73 (1H, d. J=8. 58Hz) , 6.69 (1H, d, J=l. 98Hz) , 
5.53 (lH.m) , 4.16-4.03 (3H,ra) , 3.70-3.27 (15H.m) , 2.73 (2H. m) 

nmm 6 8 

N- [2 - (2-7; y) xh + ^xf ;H -N- (4-)DD<>f>XA7 
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-N' - [2- (4-?DD7i;+i/) x.TJls] -N' -/f-Jl-o 

'H-NMRC 270MHz, CDCi 3 )<5 : 
7.84 (2H. d, J=8. 57Hz) , 7.46 (2H. d. J=8. 57Hz) , 7.20-7.25 (lH.m) , 
7.21 (2H.d. J=8. 91Hz) , 7.09 (1H, d, J=7. 92Hz) , 6.91-6.93 (2H.m) , 
6.78 (2H.d, J=8. 9Hz) , 4.00 (4H.br) , 3.50-3.74 (4H,m) , 
3.50-3.57 (4H.m) , 3.12-3.19 (4H.m) . 2.87 (3H. s) , 2.76 (2H, br) 

mmm e 9 

N - [2- (-;>f;i/7;;) -N- ( 4 - 7 u crO-tr >X;U7 * — 

Jl) - N' - [2 - (4-?nD7iy+-» xf;l/] -N' 
i-^>^7; >i£^ia 
'H-NMR (270MHz. DMSO-d.) <S : 

10.24 (1H. brs) . 7.76 (2H. d. J=8. 92Hz) . 7.72 (2H. d. J=8. 92Hz) , 

7.42 (2H. d. J=9.24Hz) . 7.16 (1H. t, J=7. 26Hz) . 6.98 (2H. d. J=8. 92Hz) . 

6.84 (lH.d. J=7. 92Hz) , 6.47 (1H, d, J=7. 24Hz) , 6.32 (1H. d. J=6. 90Hz) . 

4.28-4.32 (lH.m) , 4.10 (2H, t. J=5. 94Hz) , 3.46 (2H. t. J=5. 46Hz) . 

3.06 (2H.brs) , 2.89 (3H. s) , 2.78 (6H. dd, J=21. 89. 2. 98Hz) 

mmrn i o 

N- [2- (2-T-7) ih + i/if-;U] - N - ( 4 - 7 o aKy-tfyxA-y 
*—)\s) -N' -^>^;U-N' - [2- (4-^007x74-^) - 

o - y u y ; Jt, i y 

'H-NMR (270MHz. CDC£ 3 )S: 
7.84 (2H. d. J=8. 9Hz) . 7.45 (2H. d. J=8. 58Hz) . 7.28 (4H. d, J=3. 63Hz) , 
7.20-7.24 (lH.m) , 7.17 (2H, d. J=8. 91Hz) . 6.91-6.95 (2H.ra) . 
6.71 (2H. d, J=8. 91Hz) , 4.41 (2H, d, J=2. 97Hz) , 4.03-4.16 (lH.m) , 
3.91-3.96 (2H.m) > 3.48-3.58 (2H. m) . 3.00-3.20 (4H.m) , 

3 8 
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2.53 (2H, q. J=4. 95Hz) 

mmm 7 1 

N- [2- (^yf;b7;7) if/l/] -N- ( 4 - ? a D^>-e>X^7 
-N' -Ov^U-N' - [2- ( 4 - 7 a a 7 x J +->) xf A] - o - 

'H-NMR (270MHz, DMSO-de) <5 : 
10.26 (1H. brs) , 7.78 (2H. d. J=8. 56Hz) , 7.68 (2H. d, J=8. 58Hz) , 
7.24-7.48 (6H,m) , 7.18 (1H, t. J=7. 26Hz) , 6.98 (2H. d. J=8. 59Hz) . 
6.84 (lH.d. J=7. 42Hz) , 6.47 (1H. d, J=7. 34Hz) , 6.34 (1H, d, J=6. 98Hz) , 
4.42 (2H. d. J=2. 96Hz) , 4.28—4.32 (lH.m) , 4.12 (2H. t. J=5. 92Hz) , 
3.44 (2H. t. J=5. 46Hz) . 3.06 (2H, brs) , 
2.78 (6H. dd. J=22. 20, 2. 94Hz) 

mmm 1 2 

N- [2- (4-^DD7x; + i/) x^;U] -N- [2- ( 'J / f-JVT I J ) 
xf Jl/] -N' - (4-?na^>-tr'>^i7tx^) - o- 7i-b>-;7; 
> 

] H-NMR (270MHz. CDC£ 3 )S: 

7.69 (2H, d. J=8. 6Hz) , 7.63 (2H. dd. J=7. 6, 2Hz) , 7.23 (2H. d, J=8. 9Hz) , 
7.17 (1H. dd. J-7. 6, 2Hz) , 7.18 (lH.br) , 7.16 (2H. d. J=8. 6Hz) , 

7.09 (1H, td. J=7.6, 2Hz) , 7.02 (1H. td. J=7. 6, 2Hz) , 

6.70 (2H. d. J=8. 9Hz) . 3.55 (2H. brt. J=5. 6Hz) . 3.23 (2H. t, J=5. 6Hz) , 
2.94 (2H.br) , 2.43 (6H. s) , 2.37 (2H. brt. J=6Hz) 

mmw 1 3 

N- [2- (4-?DD7i;f» xf-^] - N - ( 4 - 9 u n •<> -if > x A 
7tx;L) -N' - (4-7nn^>-ti>x;l,7^xA) _ 0 _ 7x ^_ u> ^ 7 
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'H-NMR (270MHz, CDCi 3 )<5: 

7.94 (1H, s) , 7.86 (2H. dm. J=8. 6Hz) , 7.54 (2H, dm, J=8. 9Hz) , 

7.50 (1H. dd, J=8. 5, 1.3Hz) , 7.45 (2H, dm. J=8. 9Hz) , 

7.42 (2H. dm, J=8. 6Hz) . 7.24 (1H. td. J=8. 5, 1. 3Hz) , 

7.23 (2H. dm, J=8. 9Hz) , 6. 89 (1H. td. J=7. 9, 1.3Hz), 

6.77 (2H. dm. J=8. 9Hz) , 6.46 (1H. dd. J=7. 9, 1.3Hz) , 

4.19 (1H. dq, J=7.3, 5.0Hz) , 3.92-3.98 (lH.m) , 3.79-3.87 (lH.m) , 

3.44 (1H. dt, J=13.9, 4. 9Hz) 
###J2 

N- (2-7;yxfi) - p- ?DD7r.'J> 

4 - ? a a 7 A^-n^y-t? >92. OOgtxf- V > S JT I >290. Og^WJEXr" > V 
XEtE£«KA*U MW?&AtlX®fflLtz^ «200°C(3T2 BfflflH&flltt 
Ltz 0 fflLlt%'&.%Sfcmz- 9 on.*;|,A800 m£ £tn*., Mo-hCil, ?Jc200 
^ , IS«:£iS*200 ^ fc<kcf h 'J A*JgffilOO ^ 

MES*U BWtt*«ftfettttttKfcLT116.69g»fc 0 - © & ©liNMRKT^ 

'H-NMR (270MHz. CDCi ,) 5 : 

7.11 (2H. dm. J=8. 9Hz) . 6.54 (2H. dm. J=8. 9Hz) , 4.08 (lH.br) , 

3.14 (2H, t.J=6Hz) , 2.95 (2H. t. J=6Hz) 
###J 3 

2- [2- (4-^dd7x-^7;;) if Jl/7;;] - 3--Faf'Jy> 
N- (2-7;yxf;lO - p - ^ud7- U >116.67g(::? ooWi 1000 
mi? ^MT^iU 7}C^T h'Jif^T; >83. 02g*> «k 2 -?aa-3-- 

h a t° u ^ y 108. 4og^iid«^, sfit? 2 wmmw Ltz a m i m mmmm 

4 0 
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*u tftt$&. (500 mi x2) u *i*?DD*Ai ( 500^) -eiM 

S KKfc^&^&fe&S t LT195. 97g#/c 0 
'H-NMR (270MHz. CDC£«)<5" : 

8.43 (1H, dd, J=7. 5, 1.6Hz) , 8.42 (1H. dd. J=4. 6, 1.6Hz) , 

7.12 (2H. dm. J=8. 9Hz) , 6.70 (1H. dd. J=7. 5, 4. 6Hz) . 

6.57 (2H, dm. J=8. 9Hz) , 4.17 (lH.br) , 3.90 (2H. dt. J=6. 3, 5. 9Hz) , 

3. 43 (2H. t. J=5. 9Hz) 
##$14 

2 - [2 - (4-?UD7 x-;t/7 i J ) Xf;l7 ;7] -3-7;;t'iJ^> 
##0>J 3 T©£fi£$l97. llg(C. x^y —/I/300 mi *> itfftBEXf-^SOO ml * 
fiD*.T&j!?3ii\ 20*>7KBtfb'"« ; 7 ^ 7. 50g£j&H;i, 1 ME©7j<^ 

'H-NMR (270MHz. CDCi ,)<? : 

7.89 (lH.dd. J-4.6, 1.6Hz) , 7.52 (2H. dm, J=8. 9Hz) . 

7.32 (2H. dm, J=8. 9Hz) , 7.09 (1H. dd. J=7. 9. 1.6Hz) . 

7.00 (lH.dd, J=7. 9, 4. 6Hz) . 4.48 (2H, brs) , 4.20 (2H. m) , 
3.98 (2H.m) 

mmm 1 4 

3- (4-^DD^>^>x;b7t-^7iy) -2- [2- ( 4 - ? o n 7 x 
-;l,7;;) if^T;;] £ 'J ^ > 
##0J 4 T©£fi£$)0. 45gCI, ?do^;IA 20 ml £flnx.T?gPU f 'J i> > 

4 1 
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0. 16g*>«fctfp - ? a nKy-tfyxJl? Jl ? a 0 K0. 40g^lfi^tDX.. ill: 
X 2 E fflMW L/^o *tt*«ffiS* LT» «=>n^»S»* •> 'J*W7i*^D 
7h/77<f - (*£&*« ; n --x*+h>— fff@?x^U= 2 : 1) KTtSSIU 
@ ft«&£&ffei& H H B iltO. 64gf#/x 0 
'H-NMR (270MHz, CDCi 3 )(5: 

8.02 (1H, dd. J=5. 3, 1.6Hz) , 7.65 (2H. dm. J=8. 6Hz) , 

7.43 (2H, dm, J=8. 6Hz) , 7.10 (2H. dm. J=8. 9Hz) , 

6.64 (1H. dd. J=7. 6, 1. 6Hz) , 6.57 (2H, dm, J=8. 9Hz) , 

6.39 (lH.dd, J=7. 6, 5. 3Hz) . 5.73 (lH.br) . 3.65-3.75 (2H, br) , 

3.31 (2H, brt. J=6Hz) 

mmm 1 5 

3- [N- (4-?anO-t?>x;b7^-;l/) -N- ( 2 - t - 7* h ^ ;U 
|-;b7;yxf;l) ] 7; y-2- [2 - (4-?DD7i^l) 7;yxf 

H2M7 4 TCD^fi!c«Kfl80.87g(lT- h 7 t Kay ^7800 nl ^rtJQXT^PU 
tK^T h U 7x — ;U7 tX7^ >58.20gfc^O'N- t - 7* h + */ 1) )l A— T 
j y ai^y -;(/35.77g^WS^tinx., V7*o tVUTy*^ ;i>*>-> U- h 44. 8 

g«8l£->"J ti Villi 1 ? 2+9 a-7 b7'^7^r- ; n-^+-^>— ft»x 

^;i/=2 : 1) i:T^{til/:t, 'J # 5 A 7 a v h ^7 7 ^ - (*g 

HJj^ME ; n ft»xf;b= 1 : 1) KTfifSU SfMlOO. lg£i£fi 
T^;l/7 r xkLT'fttco 
'H-NMR (270MHz, CDC ^ 3 ) <5 : 

8.09 (lH.dd. J=4. 6, 1.6Hz) , 7.60 (2H, dm. J=8. 6Hz) , 

7.48 (2H. dm. J=8. 6Hz) . 7.10 (2H. dm. J=8. 9Hz) , 6.60 (2H. dm. J=8. 9Hz) . 

6.50 (lH.dd. J-7.7, 1.6Hz), 6. 43 (1H. dd. J=7. 7, 4.6Hz), 

4 2 
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5.87 (lH.brt) , 5.13 (lH.brt) , 3.94-4.02 (lH.m) , 
3.68—3.76 (2H. m) , 3.39 (2H. t. J=5. 6Hz) , 3.10—3.13 (3H,m) , 
1.39 (9H, s) 
###J 5 

2- [2- [N- (4-^OD7i-^) -N-t-7'F + ->*A^'-A] T 
yifA) ] T;y-3--hDf'Ji;> 

###'J 3 ©£$^195. 97gd, ?na*)lU l^'J'yb^MTiiU ^ 
-t-7'f h (Boc 2 0) 160. 72g*J <£0*N, N-^^A7;; 

f'J^> (DMAP) 2.44g£SD*-. MJCT 2 HIBia^Ufco WM^iTtzisb, W. 
(r 2 B&^dBoCiO *^40g^J:a c 'DMAP1.22g*^tl^tiiiJlPLs 100 PBlStS^it/c 0 

(&&&$; n -^+t>-»xf^= 9 : 1) iW«&58.78g& 
i!L7t;l/7 7XtLTf#fco 
'H-NMR (270MHz. CDCi 3 )(5: 
8.39 (1H, dd, J=7. 5, 1.6Hz), 8. 36 (1H, dd, J=4. 6, 1.6Hz), 
8.35 (lH.br) , 7.27 (2H, dm. J=8. 9Hz) , 7.15 (2H, dm, J=8. 9Hz) , 
6.66 (lH.dd. J=7.5, 4. 6Hz) , 3.79 (2H. t. J=6Hz) . 
3.78 (2H.dt.J=6, 6Hz ) . 1.41 (9H. s) 
#%#J6 

2- [2- [N- (4-?DD7 I -l|/) -N-t7*h + ->*^^/L'] 7; y 
x^;l/] 7; y - 3 - 7 ; > f'J -7> 

&3§M 5 ©£^54. 50g£I1^xf-;U500 ml CigiU 20%7km<tJ<3 
A-7J-^>5.00g^tnx> 1 ^,E07jc^^X#ffl^,T, M«::Tfa6i5MHH*# 

'H-NMR (270MHz, CDC£ 3 )S: 
7.69 (lH.dd. J=4.9, 1.6Hz) . 7.27 (2H. dm. J=8. 6Hz) . 

4 3 
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7.14 (2H, dm, J=8. 6Hz) , 6.81 ( 1H, dd. J=7. 3, 1.6Hz) , 

6. 50C1H. dd. 3=7. 3 , 4. 9Hz) , 4.71 (lH.br) , 3.93 (2H, t, J=6Hz) , 

3.43 (2H, dt. J=5Hz) , 3.15 (lH.br) . 1.36 (9H. s) 

mmm 7 6 

fb^&A : 3 - (4-?DD/<>-t?'>7ib7t-A) T i y - 2 - [ 2 - [N - 
(4-?DD7x-^) -N- t -y' h^ristl Jltf— A] 7;7Xf;l] 7;7 

it&mn : 3 - [N, N-Bis (4 - ? aa^O-t? >X^7 * — AO 7 ; 7 ] — 
2- [2- [N - (4-^nn7 1 -;l) - N - t — ~f V ts )V A] 7; 
yxfil] 7 ; 7 h° 'J ^ > 

###|J 6 T1# ^tl/c 5^^7K^it# U t' 'J S> > 17. 56g& Wp-^dd-O 
-tr >XA 7 *-A;7 u >J F40.99g£IH&Jin;U 30#rsHH$ t^l&, ^i£C:T 1 Bf 

; n-^t>-MifA=4 : 1) fb£tJA (64. llg) fc*A 

7*W ^ Rt£^B (8.90g) ^-en€Wife^ B H H tlTi/c 0 
it&mA : 'H-NMR (270MHz. CDC£ 3 )5: 

8.17 (l/2xlH.dd. J=5. 0, 1.7Hz) . 8.10 ( l/2x 1H. dd. J=5. 0, 1.7Hz) . 

7.97 (l/2x2H.d. J=8. 9Hz) , 7.96 (1/2X2H. d. J=8. 9Hz) , 

7.55 (1/2X2H, d, J=8. 9Hz) , 7.53 (1/2X2H. d. J=8. 9Hz) , 
7.34 (1/2X2H. d, J=8. 6Hz) . 7.23 ( 1/2 x 2H. d. J=8. 6Hz) , 
7.10 (1/2X2H. d. J=8. 9Hz) , 6.08 ( 1H. dd. J=7. 6. 1.7Hz) . 

6.62 (1/2X1H. dd. J=7. 6, 5.0Hz) . 6.61 (l/2x 1H. dd. 3=7. 6, 5.0Hz) . 

6.56 (1/2X2H. d. J=8.9Hz) , 5.05 (l/2x 1H. brt. J=6Hz) . 

4 4 
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5.03 (1/2X1H. brt. J=6Hz) , 4.08-4.19 (1/2X1H. m) , 
3.60—3.95 (l/2xlH+2H.m) , 3.33-3.38 (lH.m) , 1.35 (l/2x9H. s) , 
1.31 (1/2X9H. s) 
<t-£®}B : 1 H-NMR(270MHz, CDC ^ 3 ) <5 : 
8.14 (lH.dd. J=4.9, 1.6Hz) , 7.91 (4H, dm, J=8. 6Hz) , 
7.54 (4H.dm. J=8. 6Hz) , 7.28 (2H. dm, J=8. 9Hz) , 7.16 (2H, dm, J=8. 9Hz) , 
6.74 (lH.dd. J=7.6, 1.6Hz), 6. 48 (1H, dd, J=7. 6, 4. 9Hz) , 
5.03 (lH.br) , 3.74 (2H. brt. J=6Hz) , 3.17 (2H. brq, J=6Hz) , 
1.39 (9H. s) 

mmm 1 1 

3- ( 4 - ? a a^y-tfy XJ\,7 * — * J ) - 2- [2 - ( 4 - ? o a 7 ^ 
mtbM 7 B A 1.53g(rIt^x^;l20^^Snx.T^PL, 4 mfemSt 

» ; ?na*;l,A-y ^y-;U=10 : 1) CTftKU @ ^£4&£J§ H H a £ LT 
1.20g»fco 

'H-NMR (270MHz. CDC £ 3 ) (5 : 
8. 02 (lH.dd. J=5.3, 1.6Hz), 7. 65 (2H. dm. J=8. 6Hz) , 
7.43 (2H, dm. J=8. 6Hz) ,7.10 (2H. dm, J=8. 9Hz) , 
6.64 (lH.dd. J=7.6, 1.6Hz) , 6.57 (2H. dm. J=8. 9Hz) , 
6.39 (lH.dd. J=7. 6. 5. 3Hz) , 5.73 (lH.br) , 3.65-3.75 (2H.br) , 
3.31 (2H. brt. J=6Hz) 

smzn sfc&iwji, ^fi©«^ini#%«»j4, mmm 7 4 ®a- Yt<mm 

4 5 
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mmm 1 8 

3- [N- - N - (4-^oD^y^>x;l/7t-A) T 

- 2- [2 - [N- ( 4 - 7 a a 7 - N - t - 7* h + Jltf— 

H«J 7 6 Ofb^A 8.25g(Ir- h7t Kn7 7 >80^^&a^.T^I? L, * 
ftTFh U 7x— ib7tX7^ >5. 98g> 2 - J -JU2. 86g, li&VfiU 

bfco K^^mS-^^Lxn ^ntzm^m^: •> i7 ¥ A ti y I, 9 o h?'7 

7 ^ - ; n -^.+-9->-St®t^^^= 2:1) (CTtSSS U 

SSfe^et LT8. 98gf#/c c 

'H-NMR (270MHz, CDCi 3 )S: 
8.06 (lH.dd. J=5.0, 1.7Hz) , 7.64 (2H. dm. J=8. 6Hz) , 
7.48 (2H, dm, J=8. 6Hz) , 7.10 (2H, dm, J=8. 6Hz) , 6.58 (2H, dm, J=8. 6Hz) , 
6.67 (1H, dd, J=7.6, 1.7Hz) , 6.42 (1H, dd, J=7. 6, 5.0Hz) , 
5.54 (lH.brt. J=5Hz) , 3.99-4.13 (1H, m) . 3.76-3.87 (2H,m) , 
3.55-3.71 (2H,m) , 3.38-3.55 (lH.m) , 3.24-3.38 (2H.m) , 
1.44 (9H. s) 

mmm 1 9 

3- [N- ( 2 -7*a*JLj-)l) -N- ( 4 - 9 a >x;U7 * — Jl) ] 

T i J - 2 - [2 - (4 - 7on7x^-;t/) T ^ J jl^- A] T ^ J fcT 'J ^ > 

Hi 7 8 ©M^2.00g(II^xf-;b20^^j[ltI^T^L, iiST, 4fi^ 
^1277 I ^Uax.T24B#P^^L/-Co £»7kit^ h U t> A**tt£fcJ>LTT 'J 
ftfcU ftlfcxf-^ (100 ) T'ttfflLfc, I^lfci^Hf £-7jc& «fc t>'&ftJ:&i& 
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-y^y-^=io: i) i:tiiu mivn&m&T^ji-? r t-ci.68g?# 

1 H-NMR (270MHz, CDC£ 3 )<5: 
8.10 (lH.dd. J=4.9. 2.0Hz) , 7.62 (2H. dm, J=8. 6Hz) , 
7.48 (2H. dm. J=8. 6Hz) , 7.10 (2H. dm. J=8. 9Hz) , 6.58 (2H, dm. J=8. 9Hz) . 
6.57 (1H. dd. J=7.7, 2.0Hz) , 6.44 (1H, dd, J=7. 7, 4. 9Hz) , 
5.64 (1H, brt, J=6Hz) , 4.52 (lH.br) , 4.17 (lH.m) , 3.77 (lH.ra) , 
3.63 (lH.m) , 3.47 (lH.m) , 3.30-3.38 (4H,m) 

mmtimti-x ommm i 6 wt^m a tm* <dt )ia - jim^ ^^xTomm 
m& 0-8 e®<t&va$:m&Ltz 0 
mmm 8 o 

3- [N- (4-?DD^>if'>X^7t-^) -N- ( 2 - J I J xf 

;U) ] T i J - 2 - [2 - (4-?no7i^.;U) T i J xf- ;U] TUk'^ 
> 

'H-NMR (270MHz. CDCi 3 )<5: 
8.06 (lH.dd, J=5.0, 1.7Hz) , 7.63 (2H. dm. J=8. 7Hz) , 
7.46 (2H.dm. J=8. 7Hz) , 7.09 (2H. dm. J=8. 9Hz) , 6.59 (2H. dm, J=8. 9Hz) . 
6.56 (1H. dd. J=7. 6, 1.7Hz) , 6.37 (1H. dd. J=7. 6, 5.0Hz) , 
4.80 (lH.br) , 4.10—4.20 (lH.m) , 3.81—3.90 (lH.m) . 
3.45—3.56 (1H, m) , 3.25—3.40 (2H. m) , 3.04—3.12 (lH.m) , 
2.51—2.67 (2H.m) , 2.37 (3H, s) 

mmm 8 1 

3- CN- (3-7;^Dt'A) -N- (4 - ?DDA;>^>x;i-7t-^) ] 
T ^ y - 2 - [2 - (4-?ao7i -A) T ^ y xf;L] y i y f >J V > 
'H-NMR (270MHz. CDC ^ ,)<5 : 
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8.05 (1H. t, J=3. 3Hz) , 7.68 (2H. d. J=8. 5Hz) , 7.44 (2H. d. J=8. 5Hz) , 
7.01 (2H.d. J=8. 6Hz) , 6.53 (2H. d, J=8. 6Hz) , 6.36 (2H, d. J=3. 3Hz) , 
6.17 (lH.brt, J=6Hz) , 4.75 (lH.br) , 4.35-4.43 (lH.m) , 
3.60-3.75 (2H.m) , 3.15-3.35 (3H.m) , 2.95-3.10 (2H.m) , 
1.75-2.00 (2H.ra) 

mmm 8 2 

3- [N- ( 4 - *? a n^y-ify^JVy 40 -N- (2-t*DiJ-;;xf 
40 ] 7;;-2 - [2 - ( 4 - 9 a ay x^;U) T i J ifA] 7 ; 7 tf 'J ^ 



H-NMR (270MHz, CDCj0 3 )$: 

8.05 (lH.dd. J=5. 0, 1.7Hz) , 7.64 (2H, dm, J=8. 6Hz) , 

7.46 (2H, dm. J=8. 6Hz) , 7.10 (2H, dm, J=8. 9Hz) , 6.61 (2H, dm. J=8. 9Hz) , 

6.55 (lH.dd. J=7.6, 1.7Hz) , 6.36 ( 1H, dd. J=7. 6, 5.0Hz) . 

4.79 (lH.br) , 4.15-4.26 (IH.nO , 3.86-3.94 (lH.m) , 

3.00-3.07 (lH.m) , 2.60-2.73 (3H.m) , 2.22-2.40 (3H. m) , 

1.60-1.75 (4H,m) 



3- [N-4-?DD<>-tr'>X^7t-^] -N- [2- + 

f-40 7;yxfA] TiJ-2- [2- (4-?nD7i^l/) 7;yxfA] 

7 ; y h* 'j > 

'H-NMR (270MHz. CDCi ,)5 : 
8.06 (1H, dd. J=5. 0, 1.7Hz) , 7.56 (2H, dm, J=8. 7Hz) , 
7.39 (2H. dm. J=8. 7Hz) , 7.08 (2H. dm. J=8. 9Hz) . 
6.78 (lH.dd. J=7. 6, 1.7Hz) , 6.53 (2H. dm, J=8. 9Hz) , 
6.43 (1H. dd, J=7. 6. 5.0Hz) , 4.79 (lH.br) , 4.28-4.44 (2H,m) , 
4.10-4.20 (lH.m) . 3.80 (1H. dt. J=7. 9, 1.7Hz) , 3.44-3.70 (4H.m) , 



mm 8 3 



4 8 
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3. 19-3.33 (4H.m) 

mmm 8 4 

3 - [N- ( 4 - ? □ o'O-if yxjiy ;u) -N- (3-t°^u^7y^ 
A) ] - C2 - (4 - ? cm? r ^ ;xf;H T-yf')^ 

> 

'H-NMR (270MHz. CDC£ 3 )<5 : 
8.13 (l/2xlH.dd. J=5. 0, 1.7Hz) , 8.12 (l/2x 1H, dd. J=5. 0, 1.7Hz) , 
7.67 (l/2x2H.d, J=8. 9Hz) , 7.66 (1/2X2H. d. J=8. 9Hz) , 
7.46 (l/2x2H.d, J=8.9Hz) , 7.45 (l/2x2H. d, J=8. 9Hz) , 
7. 09 (2H,d, J=8. 9Hz) , 6. 63 (l/2x 1H. dd, J=7. 6, 1.7Hz), 
6.62 (1/2X1H. dd, J=7. 6, 1.7Hz) , 6.57 (1/2X2H. d, J=8. 9Hz) , 
6.56 (l/2x2H,d, J=8. 9Hz) , 6.46 (1/2X1H. dd. J=7. 6, 5.0Hz) , 

6.45 (l/2xlH,dd. J=7. 6, 5.0Hz) , 5.50 (l/2x 1H. brt. J=6Hz) , 

5.46 (l/2xlH,brt, J=6Hz) , 4.48 (lH.br) , 4.08—4.25 (lH.m) , 
3.71-3.84 (lH.m) , 3.49-3.60 (lH.m) , 3.23—3.40 (2H, m) , 
2.80—2.94 (2H.m) , 2.13-2.41 (3H. m) , 2.00—2.12 (lH.m) , 
1.40-1.70 (2H,m) , 1.08-1.35 (2H. m) 

mmm 8 5 

3 - [N- (4-?oD<>t*>x;^ * — )l) - N- ( 2 - t°^< U y j / * 
;U) ] Tl J - 2- [2 - ( 4 - ? a a 7x-W 7;;xfA] 7 ; y h' 'J ; J 

y 

'H-NMR (270MHz. CDC£ 3 )<5: 
8.05 (lH.dd. J=5. 0, 1.7Hz) , 7.62 (2H. dm, J=8. 6Hz) . 
7.46 (2H.dni. J=8. 6Hz) , 7.09 (2H, dm, J=8. 9Hz) , 6.60 (2H, dm, J=8. 9Hz) , 
6.54 (lH.dd. J=7. 6, 1.7Hz) . 6.33 (1H, dd, J=7. 6. 5.0Hz) . 
3.78-3.92 (3H. m) , 3.25-3.50 (2H. m) . 2.94-3.03 (2H.m) , 
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2.34-2.52 (2H.m) , 1.75-1.85 (lH.m) , 1.42—1.58 (3H,m) , 
1.23-1.33 (2H.m) 

nmm 8 6 

3- [N - ( 4 - 0 a a^>4f y^jiy t zu Jl) -N- (2-7;7xfA) ] 
TlJ-2 - [2- (4-?DD7x^;l') 7;;xf;i/] 7;;fiJi^> 
'H-NMR (270MHz, CDC ^ ,)5 : 
8.07 OH, dd, J=5.0, 1. 6Hz) , 7.62 (2H. dm, J=8. 6Hz) . 
7.46 (2H.dm, J=8. 6Hz) . 7.09 (2H. dm. J=8. 9Hz) , 6.58 (2H, dm, J=8. 9Hz) , 
6. 57 (1H. dd, J=7. 6, 1. 6Hz) , 6. 40 (1H, dd, J=7. 6, 5.0Hz), 
3.93-4.03 (lH,m) , 3.74—3.85 (lH.m) , 3.51—3.62 (lH.m) , 
3.26-3.42 (2H,m) , 3.04—3.12 (lH.m) , 2.79—2.87 (lH.m) , 
2.59-2.69 (lH.m) 

3-N, N-t"X (4-^DD^>4fy^A/7i-^) TlJ-2- [2- (4 

m^^'JttiU ftixfi (ioo ^ ) tiaitfco ftBexf-^)i«:7jc*j 

?no*;i,A-y^y-;U = io : 1) i:«U IWi^ifeTty^yXt 

LTO. 94g#fc 0 

'H-NMR (270MHz, DMS0-d 6 )5: 

8.23 (lH.dd. J=4.8, 1.7Hz) , 7.97 (4H. dm. J=8. 8Hz) , 

7.83 (4H. dm. J=8. 8Hz) , 7.28 (2H. dm, J=8. 9Hz) , 

7.02 (lH.dd, J=7.9, 1.7Hz) , 6.87 (2H. dm, J=8. 9Hz) , 6.85 (lH.br) , 

5 0 
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6.73 (lH.dd. J=7.9, 4. 8Hz) , 3.62 (2H, brq. J=6. 6Hz) , 
3. 17 (2H, brt. J=6. 6Hz) 
'H-NMR (270MHz, CDC £ 3 )<5 : 

8.19 (lH.dd. J=4.9, 1.6Hz) , 7.87 (4H, dm, J=8. 6Hz) , 
7.47 (4H,dm, J=8.6Hz) , 7.13 (2H, dm, J=8. 6Hz) , 6.53 (2H, dm, J=8. 6Hz) , 

6.83 (lH.dd. J=7.6, 1.6Hz) , 6.55 (1H, dd, J=7. 6, 4. 9Hz) , 

4.84 (lH.brt. J=6Hz) , 3.55 (2H. brq, J=6Hz) , 3.20 (2H. brt. J=6Hz) 

mmm s 8 

3- [N- (4-?DDK>-t'>x;b7t-^) -N- ( 2 - t -7* V*i/ii>l 
*-^;UT ; yxf-^U) ] T i J - 2 - [4 - (4 - 0 no 7 x^;U) - 2, 3 - 
*Jir* 7 - 1 - 2>7 ] f U S J 7 

«#J7 5©£j&^1.52g(C&{fc/^U 730^£fln;iT^»U *iSflg#T\ 
*+-»t-'J ;l/?n 'J KO. 50g& t>' b 'Jxf;[/7 ~ 70. 80g£JH#dI[];t/c^ 
TlB*KJi#t/co rai^na^M (100 mS ) £JjD;l, 2 ®7jc8fcL7to 

£7 'J *y^»7A^D7 h JT57 ^ - ; 7ddWA- 7 -71 

= 10: 1) <CT»t8U §^^167^^7 7 Xt LT1.53gf#fCo 
'H-NMR (270MHz. CDCi 3) <5" : 
8.52 (1H. dd. J=4. 6, 1. 6Hz) , 7.50 (2H, d. J=8. 8Hz) , 
7.46 (2H.d. J=8.8Hz) , 7.43 (4H. s) , 7.27 (1H, dd, J=7. 9. 4. 6Hz) . 
7.14 (1H. dd. J=7. 9, 1.6Hz) , 5.45 ( 1H. brt. J=5Hz) , 4.47-4.64 (2H. m) , 
3.95-4.07 (lH.m) , 3.85-3.95 (lH.m) . 3.73-3.85 (lH.m) , 
3.30-3.45 (3H,m) , 1.32 (9H, s) 

#if#J7 

2- [4- (4-?dd7i-;D -2, -t^7^;] -3 

5 1 
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WiJ/^d'J Kl. 61gfe £tf h >J xf-yur ~ >3.21g^|[I^Jux,/-c^, ^fiK 
TlB#p B 1^^Lfc 0 JxMf::? nn*;UZs (100 ro£ ) £iJ0x.. 2Hl7k#fcL^o 

-;U=10: 1) iZTmmb, g0Ut)^^fe^ H e H iLT2.OOgf#/Co 

J H-NMR (270MHz, CDCi 3 )<5: 
8.55 (lH.dd. J=4. 6, 1.6Hz) , 8.23 (1H, dd. J=7. 9, 1.6Hz) , 
7.44 (2H,dm. J=8. 9Hz) , 7.38 (2H, dm, J=8. 9Hz) , 
7.37 (lH.dd. J=7.9, 4. 6Hz) , 4.69 (2H. m) , 4.33 (2H,m) 

###J 8 

3-7;;-2 - [4 - — ;U) -2, 3 - 7 - 1 - 

7 V J ] t" 'J ; J y 

7 oogd. y -;U50^^J;c>v ^ y -;no^^lm^T^ 

?S£-i2\ 20%7K®Ht:^ ^a-#-#> o.50g^Jp^, l rn.fcco7kmKz.mffl 

M£->U ts^fAtsv 1,9 as Yf^-y a - m#>fet& ; ? a □ tJl/A - /• ^ 7 
-Jl = \0: 1) dTff&IU J^*4^tefe^ H a B<h LT0.22gHiR-r§ t[^B#(^ g 
6^^J^^fe^H H H t LT1. lOgff tz 0 
'H-NMR (270MHz, CDC^ 3 )5: 

7.98 (lH.dd. J=4.0, 2.0Hz) . 7.42 (2H, dm, J=9Hz) . 

7.37 (2H.dm. J=9Hz) , 7.12-7.20 (2H.m) , 4.33 (2H.m) , 4.15 (2H. m) , 

4.07 (2H. brs) 

mmm 8 9 
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3- (4-^nD^>^'>X^7t-^7;;) -2- [4- 
-A) -2, 3 - h°'J^> 
#%#J 8 ©^fi5c^H.05g(Z, ? n n*;UA40^£lJO*-T?gfl?U Tk&JfftTti 

'J ^>0. 31g&J:tfp-?na^y^>x;U:7*~A?D 'J KO. 84g£Hi&Jjnx.7c 0 
^ClT18B»Jf 50r(lT 2 WSnlMf #L/c 0 gftll^DDtwL A 

100 mtf £JlD/U 2 ®7K^fet/c 0 7KW(i^ a n^AATflljm ?an*AAj§ 

^£iE£JS.f H t LTO. 19g0HX-r^ fcffiHrK, g t LX I. 20g?#fc o 

'H-NMR (270MHz. CDC £ 3 ) 8 : 

8.37 (lH.dd. J=4.6. 1.6Hz) . 7.77 (1H. dd, J=8. 6, 1.6Hz) , 

7.73 (2H. dm. J=8. 6Hz) , 7.66 (lH.br) , 7.46 (2H, dm. J=8. 6Hz) , 

7. 42 (2H. dm. J=8. 9Hz) , 7. 33 (2H. dm. J=8. 9Hz) , 

7.32 (lH.dd, J=8. 6, 4. 6Hz) , 3.98 (2H. m) , 3.92 (2H. m) 

mmm 9 0 

3- [N- (2-7"o€xf;l/) - N - ( 4 - ? o w<y-tfyxJiy * — A) ] 
T^y-2 - [4- (4-^D07i^) -2, 3-^^+7-1-^7^ 
y ] h" 'J -7 y 

H«J8 9 CD£j&#J0.45gKT- F7 t Ka7^ >20^£j(j[]x.T U tK&T 
h ij ? x— ;U7 * X7 -< >289mg. 2 -:/a*i* j -;H37mg, fc^O^^V^ 
o hVUT'/^^yl/^^^U- h222mg^Hl^jtox.> £ig(::T30#|yiJf # L/c 0 

i§J£ ; n-^*-9->-ffls»x^;u= 2 : 1) (rTfif^U |H«i«*jfcfe7t^7 
rX<b LT529mg#/c 0 
'H-NMR(270MHz. CDCi ,) <5 : 
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8.56 (lH.dd. J=4. 8, 1.8Hz) , 7.53 (4H, s) . 7.42 (4H, s) , 
7.32 (lH.dd. J=8. 0, 4.8Hz) ,7.11 (1H. dd. J=8. 0, 1.8Hz) , 
4.3-4.5 (2H.br) , 3.8-4.2 (2H.br) , 3.5-3.8 (4H.br) 

mmma 1 

3 - [N - ( 4 - ? awO-VyXJU? * — A) -N- ( 2 - t - ~f h 4- i/ti Jl- 
#^.AT i J x.f-Jl) ] T I J - 2 - [4 - (4 - ? a a 7 x— A) - 2, 3 - 

: JJr**j- l - y;] e u > 

Stffliftl 8 9 ©^fiR«3422mg{lf- h v t Ka7 7 >207^£finx_T^8? U tJc?#T 
h >J 7i-i7tX7^ >338mg > N- t - V V * ft> Atf— Jl- T * J 3-9 J 
-;U207.7mg, fcJctfiM V^d tVt/T V- h 260. 4mg^lHI^tn^. 

ft^£&feT^;u:7 r xi LT529mg#^ 0 

■H-NMR (270MHz. CDC£ ,)5 : 
8.52 (1H. dd. J=4. 6, 1.6Hz) , 7.50 (2H. d. J=8. 8Hz) , 
7.46 (2H, d. J=8. 8Hz) , 7.43 (4H.s) , 7.27 ( lH, dd, J=7. 9, 4. 6Hz) , 
7.14 (lH.dd.J=7. 9, 1.6Hz) , 5.45 (1H. brt. J=5Hz) , 4.47—4.64 (2H. m) , 
3.95-4.07 (lH.m) , 3.85—3.95 (lH.m) , 3.73—3.85 (lH.m) , 
3.30—3.45 (3H.m) , 1.32 (9H, s) 

mmm 9 2 

3- [N- ( 4 - ? a a'O-tr >X;l/7 *x A) -N- (2-7;;xf A) ] 
T i J - 2 - [4 - (4 - ?dd7i-W - 2, 3 - ^^+7 - 1 - L^v ^ 

IHi9 1 CD^fig^l529mg(rI^xf-;H0^tlDx.T^II?L, M^T. 4 £1^ 
^6^^JjPX.T24H#P^if^L^ 0 j^iS**-*" h 'J ^ l*7kmfc£1}\\?LTT Jl ti 'J 
tttU It&x^/HOO ^ £Jn*.TtofflL/c 0 S«xf-;W1 

5 4 
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A-./^7-A = 10: l) ctiSL, afi*rt2j£&feT^i/7 r LT44lmg 

•H-NMR (270MHz. CDCi 3 ) 5 : 
8.50 (1H, dd, J=4. 6. 1.4Hz) , 7.46 (4H, s) , 
7.40 (2H, d, J=6. 3Hz, AB-type) , 7.38 (2H, d. J=6. 3Hz, AB-type) , 
7.28 (lH.dd, J=8.0, 4. 6Hz) , 7.19 (1H. dd. J=8. 0, 1. 4Hz) , 
4.45—4.60 (2H, br) , 3.80—4.05 (2H.br) , 3.40-3.60 (lH.br) , 
2.80-3.20 (3H.br) 

mrmmmi 8. 7 9 tmi*tiiskft&ffr>x, mmrns zfrznmmi 2 zo<t 
mmm 9 3 

3- [N — (4-^nD^>-tfVXA-7t-^) -N- (2-yyf^7i;x 
f-7U) ] T^y-2 - [2 - (4 - 9 aay x-;U) T ^ yxf;l] 7;;f'J 

>>> 

'H-NMR (270MHz. CDC£ 3 )c5: 
8.05 (1H, dd, J=4. 95, 1.65Hz) , 7.62 (2H, d, J=8. 91Hz) . 
7.45 (2H. d. J=8. 91Hz) , 7.09 (2H. d, J=8. 91Hz) . 6.60 (2H, d. J=8. 91Hz) , 
6.55-6.11 (lH.m) , 6.34-6.39 (lH.m) , 4. 67-4.88 (lH.br) , 
4.12-4.27 (lH.m) , 3.81-3.96 (lH.m) , 3.16-3.52 (3H,m) , 
2. 92— 3.05 (lH.m) , 2. 39 (1H. ddd, J=12. 87, 10.56, 4.62Hz), 
2.21 (6H. s) , 2.06—2. 22 (lH.m) 

mmm 9 4 

3 - [N- [2 - (2-7;;iR-» if- 71/] -N- U-^naO-tr^ 
*x;U) ] T^y-2 - [2 - ( 4 - ? a a 7 x-7U) T = y x T 
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s J £ >j y > 

] H-NMR (270MHz. CDC£ 8 )$: 
8.07 (lH.dd, J=4.95, 1.65Hz) , 7.64 (2H. d, J=8. 91Hz) , 
7.47 (2H. d, J=8. 58Hz) , 7.09 (2H, d, J=8. 90Hz) , 6.57 (2H. d, J=8. 91Hz) , 
6.50—6.65 (lH.m) , 6.37—6.42 (lH.m) , 6.05 (1H. t. J=6. 11Hz) , 
4.08-4.19 (lH.m) , 3.69-3.89 (lH.m) , 3.22-3.75 (7H.m) , 
3.13—3.21 (lH.m) , 2.65—2.87 (2H,m) 

mmm 9 5 

3- [N- (4 -^aD^>-tf>x;U7 + -;u) -N- [2- ( 2 - if ^ U 

if- 71/] ] T i J - 2 - [2 - ( 4 - ? n D 7 xi;l) T I J if A] 7 ; 7 f 

v 1 > 

'H-NMR(270MHz. CDC ^ ,)<5 : 
8.07 (lH.dd. J=4.93, 1.65Hz) , 7.61 (2H. d. J=8. 58Hz) , 
7.47 (2H, d. J=8. 58Hz) , 7.10 (2H. d. J=8. 91Hz) , 6.59 (2H. d, J=8. 91Hz) , 
6.48-6.52 (lH.ra) , 6.36-6.42 (lH.m) , 5.84 ( 1H, t, J=6. 27Hz) , 
4.33—4.87 (lH.br) . 3.74—4.06 (2H.m) , 3.50—3.69 (lH.m) . 
3.25-3.48 (2H.m) , 3.05-3.17 (lUm) > 2.90-3.04 (lH.m) , 
2.43-2.62 (2H.ra) , 1.18-1.90 (8H.ra) , 0.94-1.09 (lH.m) 

mmm 9 6 

3- CN- (4-?nD<>-tf>7A7t^) - N - [2- ( 3 -i h □ - 2 

- b*»J T J J xf;b] ] T i J — 2 — [2 - ( 4 - ? a n y xi;U) T J 

7xf;H r S J If 'J 

'H-NMR (270MHz. CDC ^ 3 )<5 : 
8.37 (lH.dd. J=8.25, 1.65Hz) . 8.25-8.33 (2H.m) , 
8.09 (lH.dd. J=4.95, 1.65Hz) . 7.60 (2H. d. J=8. 58Hz) , 
7.42 (2H.d. J=8.58Hz) . 7.07 (2H. d. J=8. 90Hz) . 6.55 (2H. d. J=8. 91Hz) . 

5 6 
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6.54-6.68 (2H.m) , 6.41-6.46 (lH.m) , 5.71 ( 1H, t. J=6. 10Hz) , 
4.43-4.54 (lH.br) , 4.16—4.25 (lH.m) , 3.73—3.91 (2H.m) , 
3.52-3.67 (lH.m) , 3.25—3.50 (4H,m) 

mrnm 9 7 

3- [N- ( 4 - ? do/<>^>xi17 *— -HO -N- [2- (l-t 0 ^^^- 
40 xf^] ] 7 ; y - 2 - [2 - (4 - ?no7x-W T 5 yjx^U] T $ 

y tr y ! J y 

1 H-NMR (270MHz. CDC£ 3 )<5 : 
8.04-8.07 (lH.m) , 7.62 (2H, d, J=8. 58Hz) , 7.47 (2H. d. J=8. 91Hz) , 
7.10 (2H.d. J=8. 58Hz) , 6.78 (2H. d, J=8. 90Hz) , 6.51-6.55 (1H. m) , 
6.34—6.39 (1H. m) , 4.70—5.00 (lH.br) , 4.13—4.32 (lH.m) , 
3.84-4.02 (lH.m) , 3.19—3.50 (3H.m) , 2.86—3.04 (lH.m) , 

2.38— 2.88 (4H.br) , 2.33—2.49 (lH.m) , 2.01—2.32 (3H, m) , 

1.39- 1.81 (lH.br) 

mmm 2 s 

3 - [N- [2 - (3-7;;-2-f'J 'J )l) T I J -N- ( 4 - 7 

o a^< >-tr'>x;l/7 AO ] T^y-2 - [2 - (4-)dd7i- A) 7; 

y xf a] 7;;fj^> 

'H-NMR (270MHz. CDCi 3 )S: 
8.05 (1H. dd. J=4. 95, 1. 65Hz) , 7.61 (3H,m) , 7.43 (2H. d, J=8. 58Hz) , 
7.07 (2H. d, J=8. 57Hz) , 6.60 (1H. d. J=l. 65Hz) , 6.58 (1H. d. J=l. 65Hz) , 
6.50 (3H.m) , 6.38-6.48 (lH.m) , 5.88 ( IH. t. J=5. 94Hz) , 
4.30-5.00 (2H.br) , 4.19-4.22 (lH.m) , 2.70-3.79 OOH.m) 

mmm 9 9 

3- [N- (2-7; 77xx;l/) Jj-Jl-N- ( 4 - ? DD^>-tf >7A7 * 
-AO ] - [2 - (4 - ? a ay x^-A) 7 * J xf;l] 7 ; 7 t" 'J 

5 7 
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f J y 

'H-NMR (270MHz, CDC0 3 )<5: 
7.94 (lH.dd, J=4.95, 1.65Hz) , 7.71 (2H. d. J=8. 91Hz) , 
7.52 (2H,d, J=8.57Hz) , 7.10 (2H. d, J=8. 91Hz) , 6.97-7.07 (lH.m) , 
6.58—6.67 (2H.m) , 6.50 (2H. d. J=8. 91Hz) , 6.42—6.52 (m. 2H) , 
6.33-6.38 (lH.m) , 5.93 (1H. t. J=5. 94Hz) , 5.24 (1H, d. J=13. 53Hz) . 
4.10-4.51 (3H.br) , 3.83 (1H, d, J=13. 53Hz) , 3.26-3.45 (2H,m) , 
2.97-3. 16 (2H,m) 

mmm 1 o o 

3- [N - C2- (4-7;77x-;b) if AO -N- (4-?naOHf> 

xjuy *— ] T^y-2 - [2 - (4 - ?DD7xiA) t ~ j if;H r 
> j t° <J 9 y 

•H-NMR (270MHz. CDC£ 3 )<5: 
8.06-8.09 (lH.m) , 7.57 (2H. d. J=8. 58Hz) . 7.45 (2H. d, J=8. 58Hz) , 
7.10 (2H. d. J=8. 91Hz) , 6.87 (2H. d. J=8. 25Hz) . 6.50—6.58 (5H.m) , 
6.39-6.44 (m. 1H) , 5.33 (1H, t, J=5. 94Hz) , 4.40-4.65 (lH.br) , 
4.00-4.13 (lH.m) , 3.72-3.84 (lH.m) . 3.50—3.70 (lH.br) , 
3.14-3.49 (4H.m) , 2.53—2.72 (2H,m) 

mmm 1 o 1 

2 - [2 - (4-?dd 7i-W 7;;xf;H 7 ; y - 3 - [N- [ 2 - 
(4- J t^7t'J;) if^] -N- (4-^oa^>-l?>x;l/7t-^) 1 7 
~ y tf 'J > 

'H-NMR (270MHz. CDC£ 3 )5: 
8.06 (lH.dd, J=4. 62. 1.65Hz) , 7.62 (2H. d. J=8. 58Hz) , 
7.48 (2H,d. J=8.91Hz) ,7.11 (2H. d. J=8. 91Hz) , 6.64-6.75 (lH.m) , 
6.63 (2H,d, J=8.90Hz) , 6.52 ( 1H. dd, J=7. 59, 1.98Hz) , 

5 8 
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6.37 (lH.dd. J=7.59, 4. 95Hz) , 4.62-5.11 (lH.br) , 

4.17-4.30 (lH.m) , 3.89-4.03 (lH.m) , 3.56-3.59 (4H.m) , 

3.22—3.55 (3H,m) , 2.92-3.04 (lH.m) , 2.50-2.77 (2H, m) , 

2.37-2.50 (lH.m) , 2.10-2.36 (3H.m) 

mmm 1 o 2 

3- [N- ( 3 -ya=eya tVlO - N- ( 4 - ? o o-^ > -tf > 7 * - A) ] 
TlJ-2 - [2 - (4-?DD7i-il) 7;;if^] 7;7h''J^> 
'H-NMR(270MHz. CDC£ ,)<5 : 
8.09 (lH.dd. J=4. 62, 1.65Hz) , 7.62 (2H. d, J-8. 91Hz) , 
7.50 (2H, d. J=8. 58Hz) , 7.10 (2H. d. J=8. 91Hz) , 6.58 (2H. d, J=8. 91Hz) , 
6.49—6.59 (lH.m) , 6.38—6.52 (lH.m) , 5.60 ( 1H. t. J=5. 78Hz) , 
3.92-4.08 (lH.m) , 3.74-3.91 (lH.m) , 3.25—3.72 (5H,m) , 
3.10—3.24 (lH.m) , 1.74-2.20 (lH.m) 

mmm 1 o 3 

3 - [N - (4-^DD^>-i:'>x;b7t-A) -N- [2- (^^7-;i/- 

1 .r.^A-] ] T * J - 2 - [2 - (4 - ?an7i-/t) T $ ;xf;L] 

T * J fcf 'J i? > 

'H-NMR(270MHz. CDC ^ 3 ) <5 : 
8.06—8.15 (1H. id) , 7.54 (2H. d. J=8. 90Hz) , 7.46 (2H. d. J=8. 58Hz) , 
7.42 OH. brs) , 7.11 (2H. d, J=8. 91Hz) , 7.05 OH. brs) , 
6.90 OH. brs) , 6.59 (2H. d, J=8. 91Hz) , 6.48-6.52 OH.m) , 
6.40-6.47 OH.m) . 5.12 OH. t. J=5. 94Hz) . 3.98-4.27 (3H.m) , 
3.62-3.81 OH.m) , 3.23—3.54 (4H.m) 

mmm 1 o 4 

3- [N - (4-?DD^^'>^7t-A) -N- ( 3 -N- J =f- )IT I J 
7'n t'Jl) ] T i J - 2 - [2 - ( 4 - ? a a 7 x.—Jl) T I J xfA] 7 ; .7 

5 9 
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'H-NMR (270MHz, CDCi 3 )5: 
8.07 (lH.m) , 7.62 (2H.cl.J-8.58Hz) , 7.48 (2H. d. J=8. 58Hz) , 
7.10 (2H, d. J=8.91Hz) , 6.59 (2H. d. J=8. 91Hz) , 6.45—6.53 (1H, m) , 
6.37-6.42 (lH.m) , 6.09 (1H. t. J=5. 94Hz) . 4.52-4.75 (lH.br) , 
3.78-3.99 (2H.m) . 3.50-3.69 (lH.m) , 3.25—3.44 (2H. m) , 
3. 10 (lH.dq, J=7.58, 5. 28Hz) , 2. 59 (2H, ddd, J=25. 73, 12.20, 6. 60Hz) , 
2.32 (3H. s) , 1.37—1.72 (2H.m) 

mmm 1 o 5 

3- [N- ( 4 - 9 a a^y-ify^Jiy ;u) -N- [2- ; yv'-A- 
2-^)1) ftif A] ] 7;7-2- [2 - (4-Jdd7i-AO T-;i 

'H-NMR (270MHz, CDCi 3 )<5: 
8.07 (lH.dd. J=4.95, 1.65Hz) , 7.57 (2H. d. J=8. 91Hz) , 
7.45 (2H, d. J=8.58Hz) , 7.08 (2H. d, J=8. 90Hz) , 6.90—7.21 (2H,m) , 
6.57 (2H. d. J=8.91Hz) , 6.42-6.51 (lH.m) , 6.34—6.42 (lH.m) , 
5.94 (1H, t, J=5.94Hz) , 4.30-5.10 (lH.br) , 3.92-4.06 (lH.m) , 
3.59-3.84 (2H.m) , 3.28-3.40 (3H,m) , 
3.26 (lH.dt. J=13.52, 4. 62Hz) , 2.97—3.18 (lH.m) , 
2. 69-2.86 (lH.m) 

mmm 1 o 6 

2 - [2 - (4-?DD7iy+^) xf;b] 7; J - 3 - [N- (2-7;7 
xfA) -N- ("4 - ? a a/<>-tr">^;i/7 * — /U) ] 7 ; y h" 'J ^ >' 
'H-NMR (270MHz. CDC^ *) 5 : 

8.07 (1H. dd. J=4. 95, 1.65Hz) , 7.65 (2H, d. J=8. 91Hz) , 

7.44 (2H, d. J=8. 91Hz) , 7.23 (2H, d, J=8. 90Hz) , 

6 0 
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6.85 C2H. d. J=8. 91Hz) , 6.69 ( 1H. dd. J=7. 59, 1.65Hz) , 

6.59 (1H. brt, J=5. 78Hz) , 6.43 (1H. dd. J=7. 59, 4. 95Hz) , 

3.85-4.18 (4H.m) , 3.66-3.77 (lH.m) , 3.10 (1H, dt. J=13. 5, 4. 45Hz) , 

2.77-2.86 (lH.m) , 2.59-2.69 (lH.m) 

nnm 1 o i 

2 - [2 - (4-?no7 I y+-» xf;b] Tl J -Z- [N- [2 - ( 2 - 
7;;xF + i/) xf^] -N- ( 4 - 2 o crO-tr >XA-7 )l) J T^y 
h° ij ^ > 

'H-NMR (270MHz, CDC^ 3 )<5 : 
8.08 C1H. dd. J=4. 95, 1.65Hz) , 7.65 (2H. d. J=8. 58Hz) , 
7.43 (2H.d. J=8.58Hz) , 7.23 (2H. d. J=8. 90Hz) . 6.87 (2H. d, J=8. 91Hz) , 
6.75 (lH.dd. J=7.59, 1.65Hz), 6. 45 (1H. dd. J=7. 59, 4.95Hz), 
5.89 (lH.brt, J=5. 78Hz) , 4.00-4.16 (3H, m) , 3.83 (2H. q, J=5. 61Hz) , 
3.45 (2H. t, J=5. 45Hz) , 3.25—3.39 (3H,m) , 2.75 (2H, t. J=5. 12Hz) 

mmm 1 o 8 

2 - [2 - (4-^DD7x;+i/) JL^-Jl] 7;7-3 - [N- ( 2 - ^ J ?■ 
^■7;;xf;l) - N - (4 - ^nD^>^>xA7t-^) ] 7-;h'^> 
'H-NMR (270MHz. CDC£ 3 )<5 : 
8.06 (lH.dd. J=4. 95, 1.65Hz) , 7.63 (2H. d. J=8. 91Hz) , 
7.37 (2H.d. J=8.57Hz) , 7.25 (2H. d, J=8. 91Hz) , 6.88 (2H. d. J=9. 24Hz) , 
6.83-6.91 (2H.m) , 6.44 (1H. dd. J=7. 59, 4. 95Hz) , 4.05-4.22 (2H. m) . 
3.82-3.99 (2H.m) , 3.58-3.71 (lH.ra) , 3.00-3.08 (lH.m) , 
2.35-2.45 (lH.m) , 2.14-2.29 (lH.m) , 2.20 (6H. s) 

mmm 1 o 9 

2- [2- ( 4 - 0 a a 7 xf^] TlJ-Z- [N- (2-7; 

7xfA-) - N - ( 4 - ? n n-*< >-tf > x A- 7 * — A) ] 7;;f'J^> 

6 1 
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■H-NMR (270MHz. CDC J? 8 )<? : 
8.07 (1H. dd. J=4. 95, 1. 65Hz) , 7.65 (2H. d. J=8. 58Hz) . 
7.47 (2H. d. J=8. 58Hz) , 7.36 (2H. d. J=8. 58Hz) , 7.26 (2H. d. J=8. 58Hz) , 
6.65 (1H. dd. J=7. 59, 1. 65Hz) , 6.46 (lH.br) , 

6.43 (1H, dd. J=7. 59, 4. 95Hz) , 3.91—4.02 (lH.m) , 3.47-3.76 (2H. m) , 
3.03-3.26 (3H.m) , 2.60-2.89 (2H,m) 

mmm 1 1 0 

2- [2- (4-?on7x-Aft) if A] T$y-3 - [N- (2-^y 
=$■ )IT I J 3L=f-)l) -N- (4-?DD^>f>X^7 t— ^) J T ~ y t'U y 

y 

'H-NMR (270MHz, CDCi 8 ) <5 : 
8.06 (lH.dd, J=4. 95, 1. 65Hz) , 7.65 (2H, d. J=8. 58Hz) , 
7.45 (2H, d. J=8. 58Hz) , 7.40 (2H. d, J=8. 58Hz) , 7.27 (2H. d. J=8. 58Hz) , 
6.75 (lH.dd. J=7.59, 1. 65Hz) , 6.75 (lH.br) , 

6.42 (1H, dd, J=7. 59. 4. 95Hz) , 4.10—4.21 (lH.m) , 3.65-3.78 (lH.m) . 
3.37—3.50 (lH.m) , 3.12-3.22 (lH.m) , 2.95—3.07 (2H,m) , 
2.34-2.45 (lH.m) , 2.14-2.27 (lH.m) , 2.22 (6H, s) 

mmm 1 1 1 

2 - [2 - [N- (4-?DD7x-A) - N - (4 - 9 avOifyxjl? * 

rwU) ] 7; 7xf;H TiJ-S- [N- (2-7;7if^) -N- (4- 

^□D^>-tr'>^;|,7t-^) ] 7 ; y fc? 'J > 

•H-NMR (270MHz. CDCj? 3 )<S: 
8.00 (lH.m) , 7.64 (2H. d, J=8. 91Hz) , 7.60—7.37 (6H,m) , 
7.34 (2H.m) , 7.06 (2H.m) , 6.72-6.37 (3H, m) , 4.08-3.72 (2H.ra) , 
3.63 (2H,m) , 3.38-3.06 (2H.m) , 3.00-2.60 (2H,m) 

mmm 1 1 2 

6 2 
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3 - [N - (2-7;7if;l/) -N- (4->l«4 l ->'<>^>^A7t-A) ] 
- [2 - (4- / h*->7 x-A) T i yxfA] 7 ; 7 f 'J > 

'H-NMR (270MHz. CDCi 3 )<5: 
7. 95 (1H, dd. J=4. 95, 1.32Hz), 7. 52 (2H. d. J=8. 57Hz) , 
6.83 (2H. d, J=8. 58Hz) , 6.67 (2H, d. J=8. 58Hz) , 6.54 (2H. d. J=8. 91Hz) , 
6. 46—6. 47 (lH.br) , 6.26—6.34 (lH.m) , 3.78—3.88 (lH.m) , 
3.73 (3H. s) , 3.62 (3H. s) , 3.44-3.56 (lH.ra) , 3.15—3.36 (2H. m) , 
2.91-2.99 (lH.m) , 2.63-2.71 (lH.m) , 2.46—2.56 (lH.m) 

mmm\ 1 3 

2 - [ 2 - ( 4 - ?oa7i-il/) 7 ^ J xht^] - 3- [N- {2-7 \ J 

x^lo -N- ( 4 - ? DD/<>^ yxjiy *— ji) ] 7;;t''j-;> 

'H-NMR (270MHz. CDC£s)<5: 
8.13 (lH.dd. J=4.95, 1.65Hz) , 7.62 (2H, d. J=8. 42Hz) , 
7.42 (2H, d. J=8. 42Hz) , 7.32 (1H, dd, J=7. 71, 1.77Hz) , 
7.10 (2H. d. J=8. 90Hz) , 6.90 OH, dd, J=7. 71, 4. 62Hz) , 
6.55 (2H, d. J=8. 90Hz) . 4.41 (2H. t) , 3.55 (2H. t) , 3.30 (2H. t) , 
2.68 (2H.ni) 

mmm 1 1 4 

3 - [N- (2-7; yxfil) -N- (p - Y )lx.y 7^)17 ] 7;7 

- 2 - [2 - (p - h u;u) t $ ;xf;i] 7i;t"Ji?> 

•H-NMR (270MHz, CDC ^ 3 ) (5 : 
7.95-7.97 (lH.m) , 7.48 (2H. d. J=7. 92Hz) . 7.18 (2H. d, J=8. 25Hz) , 
6.88 (2H, d, J=8.25Hz) , 6.50 (2H. d. J=8. 25Hz) , 6.45-6.48 (lH.m) , 
6.26-6.30 (lH.m) , 3.80-3.90 (lH.m) , 3.49—3.69 (2H, m) , 
3.23-3.27 (2H.m) , 2.92-3.00 (lH.m) , 2.64-2.75 (lH.m) , 
2.48-2.62 (lH.m) , 2.33 (3H. s) , 2.14 (3H. s) 

6 3 
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mmm 1 1 5 

2- [2- [N-T-tr^^-N- (4 - ? an7 ] 7;7xf;H 7; 

7-3 - [N- (2-7;;ifA) -N- (4 -?dd<>^ >xA7ti 

;u) ] r 5 y tr 'J 

'H-NMR (270MHz. CDCi 3 )<5 : 
8.03 (lH.dd. J=4.95, 1.65Hz) , 7.65 (2H. d. J=8. 58Hz) , 
7.48 (2H. d. J=8. 58Hz) , 7.39 (2H. d. J=8. 57Hz) , 7.24 (2H. d. J=8. 57Hz) , 
6.56 C1H. dd. J=7. 59, 1.65Hz) , 6.41 (lH.m) , 
6.38 C1H. dd. J=7. 59, 4. 95Hz) , 4.35 (lH.m) , 3.93 (lH.m) , 
3.68 (lH.m) , 3.45 (2H.m) . 3.13 (lH.m) . 2.80 (2H. m) . 1.91 (3H. s) 

mmm 1 1 6 

2- [2- [N- ( 4 - ? Q o 7 i^;t/) -N-xf-;U] 7;7xf^] TlJ 

-3- [N - (2-7;yxf;l/) -N- ( 4 - 9 o a <>-tf y^j^-y * ] 

7 ; y t' U 7 > 

'H-NMR (270MHz. CDC J? 3 )<5 : 
8.11 (lH.dd. J=4. 62, 1.65Hz) , 7.65 (2H. d, J=8. 74Hz) , 
7.46 (2H.d. J=8. 74Hz) , 7.13 (2H. d. J=8. 91Hz) , 6.74 (2H. d, J=8. 91Hz) , 
6.62 (lH.dd, J=7.58, 1.65Hz) , 6.42 (1H, dd, J=7. 58, 4. 62Hz) , 
6.25 (lH.m) , 3.89 (lH.m) , 3.58 (2H. m) , 3.41 (2H. q) , 3.08 (lH.m) , 
2.77 (lH.m) , 2.59 (lH.m) , 1.14 (3H. t) 

mmm 1 1 i 

3 - [N- (2-7;yxf;0 -N- ( 4 - / h * Hf > X )l 7 + - A) ] 

T I J - 2- [2 - (4-?dd7 x — ;I0 7;yxf;l] 7;;e'J^ > 
'H-NMR (270MHz. CDC£ 3 )<5: 
8.03-8.05 (lH.m) , 7.62 (2H, d. J=8. 91Hz) , 7.06 (2H. d. J=8. 57Hz) , 
6.93 (2H. d. J=8. 90Hz) , 6.56 (2H, d. J=8. 58Hz) , 6.42-6.53 (lH.br) , 
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6.36-6.41 (lH.m) , 3.88-3.99 (lH.m) , 3.83 (3H, s) , 
3.57-3.76 (lH.m) , 3.25—3.38 (2H.m) , 2.99-3.07 (lH.m) , 

2.74- 2.79 (lH.m) , 2.55-2.65 (lH.m) 

mrnm 1 1 8 

3- [N- (2-7; yif^) -N- ( p - h ;bx y XJl 7 * — Jl ) ] TiJ 
-2 - [2 - ( 4 - ? o n 7 x^;b) T $ 7 Xf-^] 7;7 k M J^> 
'H-NMR (270MHz, CDCi 3 )<5: 
8.03-8.06 (lH.m) , 7.56 (2H, d, J=8. 25Hz) , 7.28 (2H, d, J=6. 6Hz) , 
7.07 (2H, d. J=6. 6Hz) , 6.57 (2H. d, J=8. 91Hz) , 6.41-6.50 (lH.br) , 
6.35—6.40 (lH.m) , 3.92—4.08 (lH.m) , 3.70—3.88 (1H. m) , 
3.45-3.67 (lH.m) , 3.26—3.41 (2H, m) , 3.01-3.09 (lH.m) , 
2.76—2.82 (lH,m) , 2.63—2.68 (lH.m) , 2.43 (3H, s) 

mrnm 1 1 9 

3- [N- (4-7-bfH;;^>t^;l/7t^) - N - (2-7;7x 
] T i J - 2 - [2 - ( 4 - ? n n 7i-iO T ; J i^- Jl,] T i J f U 

i?y 

'H-NMR (270MHz, CDCi 3 ) <5 : 
8.04 (2H, dd, J=4. 95, 1.65Hz) , 7.63 (2H. d. J=8. 91Hz) , 
7.58 (2H.d. J=8.91Hz) , 7.06 (2H, d. J=8. 90Hz) , 
6.60 (lH.dd. J=7.59, 1.65Hz) , 6.54 (2H, d, J=8. 58Hz) , 
6.38 (lH.dd. J=7.59, 4. 95Hz) , 3.88-4.03 (lH.m) , 3.70-3.85 (lH.m) , 
3.44-3.62 (lH.m) , 3.16—3.38 (2H. m) , 3.00-3.12 (lH.m) , 

2.75- 2.89 (lH.m) , 2.56-2.68 (lH.m) , 2.18 (3H, s) 

mrnm 1 2 0 

3- [N- ( 2 -T i J jlJ- Jl) -N- (4--hD^>-tf , y^A7t-A) ] 
T I J - 2- [ 2 - (4-?dd7x-^) 7;7xf;H T ; J f U *J > 
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'H-NMR (270MHz. CDC £ 3)6 : 
8.24 (2H. d. J=8. 58Hz) , 8.01 (1H. dd. J=4. 62, 1. 65Hz) , 
7.80 (2H, d, J=8. 91Hz) , 7.00 (2H, d. J=8. 58Hz) , 6.71-6.82 (lH.m) , 
6.48 (2H, d. J=8. 90Hz) , 6.46—6.52 (lH.ra) , 6.29—6.37 (lH.m) . 
3.90—4.04 (lH.m) , 3.64-3.79 (lH.m) , 3.45-3.59 (lH.m) , 
3.16—3.38 (2H,m) , 3.01-3.14 (lH.m) , 2.76-2.85 (lH.m) , 
2.52—2. 66 (lH.m) 

mmm 1 2 1 

2- [2- CN- (4-?dd7x-/1) -N- t Ko + i/t + f 'J til TiJ 
if/H T ~ J - 3 - ( 4 - ? aa^>-tr>X^7 it—)l) T I J fcf 'J 'J > 
] H-NMR (270MHz. DMS0-d 6 ) 5 : 

7.80 (1H, dd. J=4. 9, 1.6Hz) , 7.71 (2H. dm. J=8. 6Hz) . 

7.64 (2H, dm. J=8. 6Hz) , 7.39 (2H, dm. J=8. 6Hz) , 7.39 (2H. dm. J=8. 6Hz) . 

6.97 (lH.dd. J=7. 5, 1.6Hz) , 6.47 ( 1H. dd. J=7. 5. 4. 9Hz) , 

6.41 (lH.br) , 3.78 (2H. brt. J=6. 5Hz) , 3.38 (2H, brdt, J=6. 5, 5Hz) 

mmm 1 2 2 

1 - [2- (4 - ? aa? *-Jl) 7;;xh + ^] - 2- [N- (2-7; J 
- N - (4-?no^>t*>X^7t-^) ] 7;y<>t*> 

'H-NMR (270MHz. CDC£ 3 ) 5 : 
7.66 (2H. d, J=8. 58Hz) , 7.45 (2H, d, J=8. 58Hz) , 7.31 (lH.m) , 
7.12 (2H. d. J=8. 91Hz) , 6.95 (lH.m) , 6.89 (lH.m) , 6.76 (lH.m) , 
6.62 (2H, d, J=8. 91Hz) , 4.19 (2H.m) , 3.42 (4H.m) . 2.64 (2H.m) 

mmm 1 2 3 

1 - [2 - ( 4 - ? aa7 x-/U) Ti/xh^y] - 2- CN- [2 - ( 2 - 
7;;xh + y) Xf;l/] -N- (4-?oa^>t'>^i7txA) ] T I J 

6 6 
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'H-NMR (270MHz. CDC0 3 )<5: 
7.70 (2H. d. J=8. 58Hz) . 7.42 (2H. d. J=8. 58Hz) , 7.34-7.28 (lH.m) , 

7.12 (2H, d. J=8. 91Hz) , 7.00-6.88 (2H.m) , 6.58 (2H, d. J=8. 91Hz) , 

4.13 (2H.m) . 3.73 (2H, m) , 3.47 (2H. m) , 3.34 (4H.m) , 2.71 (2H, m) 
###J9 

3- - hn-4 - (4-*^7t 'j;) -1- ( 4 - * Jl y * U J t) A/ ^K— A ) 
<y-tf y 

4 -7/l/tD- 3 - — h o£J&#Bfc2. 14gOf h7tF'a77 >^(::#>>U^ 
AiSfc^e^^U >2.22g^JP^«^b/Co M"C2«Flfflii#LA:!*Stc;ffi*ftttx 

^^A^vh^^^f - (»UiiS»;^t>-ftSxf;l,= l : 1 ) T-m 

'H-NMR (270MHz. CDCi 3 )<5: 
7.89 (1H. d. J=1.98Hz) , 7.58 ( 1H. dd. J=8. 58, 1.98Hz) , 
7.13 (lH.d. J=8. 58Hz) , 3.85 (4H, t. J=4. 70Hz) , 3.70 (4H. brs) , 
3.65 (4H,brs) .3.11 (4H, t. J=4. 70Hz) 

nmm 1 2 4 

3- [N- ( 4 - 9 a nKy-VyXJlZ? ] 7 ; 7 - 4 - (4-€i-7t 

u y ) - l - (4 t'j; ;u) 

77-^>o.2g^flnx., 7KH#iamT\ ii4*<iB*t5*"rsi , ci#ifco 

Lfc»fc"«M 'J ^Ar<e*L*«E*«EESafeLT-'J W#0.90g£f#/c o 

;©7- 'J fj y SmeiZjgMH - 7 a o^>-tr >XA 7 A ? o '.I 

6 7 
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K722mg£*?frT;!ni*.fc»gfiT 1 mmmW Ltz Q Mm<D t* 'J i> > £9* Lfc» 

A=l : 1) TttfiU Btt&£6fe*£ifit LT1.44g#/c 0 
1 H-NMR (270MHz, CDC ^ 3 ) <5 : 
7.95 (lH.brs) , 7.77 (2H. d, J=8. 58Hz) , 7.56 (1H, s) , 

7.43 (2H.d. J=8. 58Hz) , 7.17 (2H,m) , 3.95—3.30 (12H,m) , 
2. 63 (4H,m) 

mmm 1 2 5 

3 - CN- [2 - (2 - t - rf 4,7 xf^] -N 

- ( 4 - ^Da/<>-tf>XA7t-;l/) ] 7$y-4 - (4-€4/7t'j;) - 
1 - ( 4 - * U y * ;[/) ^ > -tf > 

mmm 1 2 4 cD£fi£&800mg. N-t-7h + i/*A 71/7 i yxh + i/x 
* y -;l/423mg. h 'J 7x^X7^ >540mg£f- F7tF'o77 >15jb^{C**¥ 
U flc&TlftfLtfa^SM 7 7*d h'A7 7*;^>-> U- h417mg^MT t/co 

- («ffl*MC ; ^+1*->-ft»xf-^= 1 : 1) T«fiLlW1»£gB»fitt# j B 
£ LT1. 16gf#/co 

'H-NMR (270MHz, CDCi 3 )<5 : 
7.83 (2H.d, J=8. 90Hz) , 7.52 (2H, d. J=8. 90Hz) , 
7.37 (lH.dd. J=8.24, 1.98Hz) , 7.14 (1H. d. J=l. 98Hz) , 
7.12 (1H. d, J=8.24Hz) , 4.81 (lH.brs) , 4.06-2.80 (24H. m) , 

1.44 (9H, s) 

mmm 1 2 6 

3 - [N- [ 2 - (2-7;7xh + -» xf A] - N - (4-Jaa^^> 

6 8 
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xjiy *.=. ji) ] r I j - 4 - (4 * i) J ) - l - (4 -"EAy * 'J y 

t -7' h + *>#;l/tf"-;M*398mg£It*x^-;l ■BmfCigilfco 7fci#T\ 

1 & fj< z> 4 mm^m - mm* * m®. 2me&mx.tz &m&-e—mmw Ltz a &m 

•H-NMR (270MHz. CDC£ 3 )<5: 

7.84 (2H, d, J=8.57Hz) , 7.52 (2H, d, J=8. 57Hz) , 

7.38 C1H. dd. J=8. 24, 1.98Hz) , 7.14 (lH.d. J=1.98Hz) , 
7.12 (1H. d. J=8.24Hz) . 4.06-2.40 (26H.m) 

wrnmm 124-126 tmm^nm^x k> mmm 1 27-1 39 o<t&®% 
mtz 0 

mmm 1 2 7 

2 - (4-€^7t l J;) -1- CN- [2 - (2-7;;ih + y) xf;t] 
-N- (4-?oa / <>-t">Xi7t-^) } 7;M>i?'> 

'H-NMR (270MHz. CDC ^ 3)6 : 

7.85 (2H. d. J=8. 57Hz) , 7.49 (2H. d, J=8. 57Hz) , 7.31 (lH.m) , 
7.15 (lH.d, J=7.25Hz) , 6.98 (2H. m) . 4.01 (2H.m) , 3.81 (4H.m) , 
3.55-2.35 (12H.m) 

mmm 1 2 8 

2 - (4-*^7*'j;) -1- [N- [2 - (>>/^;ur - y) x^;t,] -N 
- ( 4 - ? o o^<>-e'>x;i/7 * — ji) ] r = y y <>-t?>ttB?*fi 
'H-NMR (270MHz, DMS0-d«)<S: 
10.26 (1H, brs) , 7.32 (2H. d, J=8. 58Hz) , 7.28-7.32 (lH.m) , 
7.22 (1H. t. J=8. 25Hz) , 6.94 (2H. d. J=8. 58Hz) , 6.82 (lH.d. J=8.56Hz) , 

6 9 



WO 99/50237 



PCT/JP99/01621 



6.67 (1H, t, J=7. 58Hz) , 4.16-4.22 (lH.m) , 4.02-4.24 (8H.br) , 
2.86-2.91 (2H.m) , 2.82 (6H. d. J=3. 84Hz) 

mmm 1 2 9 

2 - ( 1 - f^^y) - 1 - [N- [2 - OfJ+JlTiS) xf-;U] -N- 

•H-NURC 270MHz. DMS0-de)<5 : 
10.26 (lH.brs) . 7.31 (2H, d, J=8. 58Hz) , 7.28—7.32 (lH.m) , 
7.22 (1H. t, J=8.24Hz) , 6.94 (2H. d, J=8. 58Hz) , 6.84 (1H. d, J=8. 54Hz) , 
6.67 (1H. t. J=7.58Hz) , 4.16—4.22 (lH.m) , 3.04-3.22 (8H.m) , 
2.88-2.93 (2H.m) , 2.76 (6H. d. J=3. 96Hz) 

mmm 1 3 0 

2- [4- (4-?do7i^) -l-f^^^y] -1- [N- (2-7; 
yifiO -N- ( 4 - ? a u^y^yx)i-p ] T$y<>-t?> 

1 H-NMR (270MHz, CDCi 3 ) <5 : 

7.79 (2H,d. J=8.58Hz) . 7.51 (2H, d, J=8. 58Hz) . 7.40-7.15 (4H.m) , 

7.06 (lH.m) . 6.91-6.82 (3H.m) , 3.96—2.44 (12H. m) 

mmm 1 3 1 

2 - [4 - ( 4 - ? o o 7 i— ;U) - 1 - ] -1- [N- [2 - (2 

-7;7x^'/) xf;H - N - (4-^oD^>^>XA7t-^) ] T~ 
7 ^ > -tf > 

'H-NMR (270MHz. CDC ^ 3 )<5 : 
7.87 (2H. d. J=8. 58Hz) , 7.50 (2H. d. J=8. 58Hz) , 7.36-7.18 (4H. m) . 
7.06-6.95 (2H.m) , 6.88 (2H, d, J=8. 91Hz) . 4.01 (2H.m) , 
3.55-2.46 (14H,m) 

mmm 1 3 2 

2 - [4 - (4 - ? 007 x-;u) - 1 - tr^^ ] - 1 - [N- [ 2 - (^ 

7 0 
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/ f A-7 ^ J ) Xf;|/] - N - ( 4 - ? o o > -tr > x A 7 *-=-A) ] 7; 7^ 
>-tf > 

'H-NMR (270MHz, CDC £ 3 ) 6 : 
7.85 (2H,d, J=8.58Hz) , 7.49 (2H, d, J=8. 58Hz) , 7.33-7.18 (2H. m) . 
7.23 (2H.d. J=8. 91Hz) , 7.03-6.94 (2H. m) , 6.88 (2H. d. J=8. 91Hz) , 
3.86—3.64 (2H.m) , 3.86—3.64 (6H,m) , 2.98 (2H,m) , 2.22 (2H. t) , 
2.08 (6H.s) 

mmm 1 3 3 

2 - C 4 - ( 4 - ? a ay ;u) - 1 t°^7 2>y ] - 1 - [N- ( 4 - 

'H-NMR (270MHz. CK£ 3 )6: 
7.93 (lH.brs) , 7.69 (2H. d, J=8. 57Hz) , 7.53 (lH.d. J=7. 92Hz) , 
7.42 (2H, d, J=8. 57Hz) , 7.19 (2H, d, J=9. 24Hz) , 7.17-6.96 (3H.m) , 
6.63 (2H. d. J=9.24Hz) . 3.59 (4H. m) , 2.88 (2H.m) , 2.74 (2H.ra) . 
1.98 (2H,m) 

mmm 1 3 a 

2 - [4 - (4 -?na7 jl-JI) - 1 - ] - 1 - [N - [2 - 

(2-7;7xF + -» xf;H -N- (4-?aD^>t'>XA-7tx;l) ] 

7; y O -t? > 

'H-NMR (270MHz. CDCi 3 )c5: 
7.81 (2H,d. J=8.58Hz) , 7.46 (2H. d. J=8. 58Hz) , 7.27-7.07 UH.m) , 
6.93-6.82 (2H,m) , 6.63 (2H, d. J=9. 23Hz) , 3.96-2.45 (18H.m) , 
2.20—1.80 (2H.m) 

mmm 1 3 5 

2 - [4 - ( 4 - ? a o 7 x— A) - 1 - tX5^y] - 1 - [N- [ 2 - 
(y./f;l/7;y) x^/U] -N- (4-^OD^>-t'>XA-7tx;l/) ] 7; 

7 1 
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j ^ y -tf > ■ H C 1 

'H-NMR (270MHz. DMSO-d 6 ) <5 : 
7.91 (2H. d. J=8. 58Hz) , 7.75 (2H. d, J=8. 58Hz) , 7.20—7.26 (lH,m) , 
7.18 (2H. d, J=9. 24Hz) , 7.00 ( 1H, t, J=7. 26Hz) , 6.74-6.83 (4H.m) , 
4.04-4.10 (lH.m) . 3.62-3.68 (2H.m) , 3.06-3.60 (10H, m) 

mmm 1 3 6 

2- [4- (4-^na7x-A) - 1 - V> J ] - 3- [N- (2-7; 

Jx.^Jl) -N- (4-?noOi?'>x;l/7t-^) ] 7;yfiJ^> 
'H-NMR (270MHz, CDC£ 3 )<5: 

8.25 (lH.dd. J=4.62. 1.82Hz) , 7.76 (2H. d. J=8. 41Hz) , 

7.53 (2H. d. J=8.41Hz) , 7.22 (2H. d. J=8. 91Hz) , 

7.12 (1H. dd. J=7. 92. 1.82Hz) . 6.87 (2H. d. J=8. 91Hz) , 

6.79 (lH.dd.J=7.92. 4. 62Hz) , 4.00—3.34 (6H.m) , 3.24 (4H,m) , 

2.70 (2H,m) 

mmm 1 3 1 

2- [4- (4-?oo7iaO -l-tf^^y] - 3- [N- [2 - (2 
-7;yif + ^) X^H -N- (4-^DD^>t">XA-7t-^) ] 7; 
J b? 'J S> > 

'H-NMR (270MHz. CDC£ 3 )5: 
8.22 (lH.dd. J=4. 95. 1.98Hz) . 7.77 (2H. d. J=8. 58Hz) , 
7.51 (2H. d. J=8.58Hz) , 7.22 (2H. d. J=9. 23Hz) , 
7.12 (1H. dd. J=7.59. 1.98Hz) . 6.88 (2H. d. J=9. 23) , 
6.75 (lH.dd. J=7. 59. 4. 95Hz) , 4.06-3.08 (UH.m) , 2.66 (2H.m) 

mmm 1 3 8 

2- [4- (4-?nD7i-A) -l-h°^7^7] - 3- [N- ( 2 - / 
^;UT $ ;xfA) -N- (4 -^DD^>-t?>XA7t-A) ] T $ 7 f >J v 
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■H-NMR (270MHz. CDC^ 3 )(5: 
8.21 C1H. dd. J=4. 62, 1.77Hz) , 7.75 (2H. d, J=8. 58Hz) , 
7.50 (2H. d. J=8. 58Hz) , 7.22 (2H, d, J=8. 90Hz) , 
7.05 (1H. dd. J=7. 71, 1.77Hz), 6. 87 (2H. d, J=8. 90) , 
6.72 (lH.dd. J=7. 71, 4. 62Hz) , 3.98—3.45 (6H.m) , 3.22 (4H.m) , 
2.24 (2H.m) , 2. 11 (6H. s) 
1 0 

8-t-^h + i/*^-AT;;-l, 2, 3, 4-fh7h Kd + ;'J> 

s-T^y+yu ysogb'*? v>^u- #-#>5g£-j^ j -aioo mf> (csnx.> 

W7A?n7hJT77^ - ; ^*t>-ftiif^ = 4 : 1) T 

»«U S a<J^60g^r^&IS B B B t LTlfc, 

'H-NMR (270MHz. CDCi 3 )<5: 
7.26 (1H, d. J=1.32Hz) , 6.82 ( 1H, d. J=7. 59Hz) , 6.66 (1H. t. J-7. 59Hz) , 
6.02 (1H. brs) , 3.32 (2H. t. J=5. 45Hz) , 2.78 (2H. t. J=6. 27Hz) . 
1.90 (2H.m) , 1.50 (9H. s) 

#WJ 1 1 

8 - t -y" )\y#—)\>7 I J - \ - (A - 7 W7 ± J * ^Tiz^A) - 

1 , 2 , 3 , 4-fh7bKD + ;'J> 
#"#i5»J 1 0 5g^f'J^ > 100 ^ (C&ffi U 7k&Jf #T 4 - ? a a 

7 * j *isr*=f-)i? n ij K5 g&mz-fcm, muvmwLtco mmffiik&m% 

7 3 
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n*7A?D7 h^77-( - (^aJS» : '^^-t > '-ftixf^= 5 : 1 ) T' 

muL, 7 g&m&mikt im/co 

'H-NMR (270MHz, CDC£ 3 )5: 
7.91 (1H, d. J=8.25Hz) , 7.60 (1H, d. J=7. 92Hz) , 7.30-6.63 (6H.m) , 
4.92-4.73 (2H.m) , 4.62 OH. d. J=14. 84Hz) . 4.35 (1H. d. J=14. 84Hz) , 
2.95-2.63 (2H.m) , 2.48-2.21 (2H,m) , 1.50 (9H. s) 

##0»J 1 2 

8 - t - bf-flMltf—JlT - [2 - (4-?aa7xy* ->) x?- 

;U] - 1 , 2, 3, 4-fh7tKD + ;'J> 

1 1 ©£l»20g£x- h7tKa77>200 mi d&*P L> Tfc&Jf #7"^ 

&v r * i/ A-Cf£*R U«ET*tt*9* L /c 0 » <htltzm®.& '> U * ^ ^ • * ^ 

A)D7h777^ - (^aii^fflE ; >-KKxf-^ = 15 : 1) ttlSU 

ifi^^l6g*tefe^ e H H t Ltfl/co 

■H-NMR(270HHz. CDCi 3 )o : 
7.94 (1H, d, J=7. 92Hz) . 7.86 (1H. s) , 7.25 (2H. d. J=8. 58Hz) , 
7.02-6.93 (3H.m) , 6.73 ( 1H. d. J=6. 93Hz) , 4.10 (2H. t. J=5. 12Hz) , 
3.16 (2H. t. J=5. 12Hz) , 3.10-3.02 (2H.m) . 2.80 (2H. t. J=6. 76Hz) , 
1.89-1.80 (2H.m) , 1. 48 (9H. s) 

mmm 1 3 9 

8 - (4-?DD^>-fj>7>A7+-i) 7; 7 - 1 - [2 - ( 4 - 9 o a y x 
j ^r-» - l , 2, 3, 4-rh7tKa+;iJ> 

7 4 
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£U#£*lfcT * y f*£f'J i?>400 ml C»^U 7K^«fl J T4 - 7 
•tr'yxA'7t-A^Dij K20mg£fin*.fc o 50r-e«#LH«iSffc£WB1*\ ME 

vr^WW, «EETJ&&£ff*Lfco f#^tl/i^^NH->'J ti f )IU =y 
A?av h^77^ - ; ^+t>-»xfA = 2:1) T-flHS L B 

'H-NMR (270MHz. CDC 3 )<5 : 
8.47 (1H. s) , 7.72 (2H, d, J=8. 58Hz) , 7.54 ( 1H, d. J=7. 91Hz) , 
7.39-7.17 (6H.m) , 6.93 (1H. t, J=7. 92Hz) , 6.76 ( 1H. d. J = 6. 92Hz) , 
4.00 (2H. t. J=4. 62Hz) , 4.18 (1H, s) , 2.92—2.88 (2H.m) , 
2.82 (2H. t. J=4.78Hz) , 2.73 (2H, t. J=6. 77Hz) , 1.81-1.73 (2H.m) 

mmm 1 4 0 

8- [N - [2- (2-7;;xF + ^) -N- ( 4 - ? a a < > -tr > 

XA7t-W ] TS / - 1 - [2 - (4 - ? □ a 7 x / 4r->) xfA] - 1, 
2, 3, 4-fF7tF'D^;> 

Htfefld 1 3 9 ©£fi!c%j400ii)g N N-t-7> + ->*;i/*'-^7;yx|^i/x 
* y -;U210mg % h U ^ x-;^ tX7^ >270mg£-T- h 5 t K°7 7 >10m£c:?g 
(5? U tK&8I#TK *J4 V 7°a h°;t,T V* u - h210mg£n§T U g£ 

7i*^D7F777^ -CliOfflfSSLfco #«>n/ctttt«ICD-5^400nig*ftilx 

7 5 
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) H-NMR(270MHz, CDC £ 6 : 
7.83 (2H. d, J=8. 57Hz) , 7.47 (2H, d, J=8. 58Hz) , 7.24 (2H. d. J=8. 90Hz) , 

6.95-6.99 (lH.m) , 6.89 (2H, d. J=8. 91Hz) , 6.72 (1H, t, J=7. 59Hz) , 

6.62-6.65 (lH.m) , 4.17-4.32 (lH.m) , 3.85-4.00 (lH.m) , 

3.72-3.84 (lH.m) , 3.49-3.60 (lH.m) , 3.27-3.47 (2H.ra) , 

3.26-3.85 (2H.m) , 3.40-3.80 (lH.m) , 2.71-2.85 (lH.m) , 

2.50-2.70 (lH.m) , 1.87-2.20 (lH.m) , 1.76-1.82 (lH.m) , 

1.10-1.38 (4H.m) , 0.84—0.92 (lH.m) 

m^mi 3 

2- (4-?oD7i-;l/ft) - hn^>-tf> 

aair*5o«i*traiL, i^x^A-3o^r2ni^m t/co ^sui**, 

, H-NMR(270MHz. CDC £ a) 5: 
8.22 (1H. d, J=8.25Hz) , 7.52 (2H. d, J=8. 91Hz) , 7.45 (2H. d, J=8. 91Hz) , 
7.37 (1H. t. J=7. 92Hz) , 7.20-7.27 (lH.m) , 6.86 (1H. d. J=7. 92Hz) 

^nm 1 4 

2- ( 4 - ? a o 7 x — 7-iJ> 

2- (4-^oD7x^-;l/ft) — h a^>-b">i.0g^ittt5^ 6^*gffi? 
5»lil*#U -XXl.Og^JjQX., lfiT6Npf B Wl/:o »«E£«EES*&, ?K 
50«rf*finx., 'J O ATpH9 -lOdUSHU Kixf A TffttB L/c 0 tfttByg 

7 6 
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tUfffco 

■H-NMR (270MHz. CDCi z*) 6 : 
7.41 (lH.dd. J=7.59, 1.32Hz) , 7.23 (1H. t. J=5. 94Hz) , 
7.16 (2H. d. J=8.58Hz) , 6.99 (2H, d. J=8. 58Hz) , 6.71-6.78 (2H. in) , 

4.26 (2H. brs) 

nmm 1 4 1 

N- (4-^onA;y^>X-'l/7t-^) -2- ( 4 - 9 n a 7 x — A^:t) T 

##0IJ 1 4 CD^fiJt!®800mg^ tr U *J > 5 mMzmm u sh^shst 4 - 7 □ 
>*f>X)l7 *-A, ? a >J K742mg£JlJX-. Ifit*3^IH$L/:o KEKttKifc 

L/c 0 mm&mi±Tm£W&<htitzmfe$:~y u #yA#5 h ?=> y < - 

(Saj^i : ?no*AX,-i^y--A = 100 : 5) "CffifS U B«J&>1. 2g£*8 

'H-NMR (270MHz, CDC0 3 )£: 
7.95 (1H, d. J=8. 91Hz) , 7.54 (2H. d. J=8. 57Hz) , 7.38-7.46 (2H,m) , 

7.27 (2H.d. J=8.58Hz) ,7.11 (2H, d. J=8. 58Hz) , 6.74 (2H, d. J = 8. 91Hz) 

mmm 1 4 2 

2- (4-;an7x-^ft) - N - ( 4 - 9 n □ ^ y -tr > x A- y * — A ) - 
N- ( 2 --;/fA7 ~ ;xf;b) r — »j y - HC £ 

mmm 1 4 1 ©£i» 1 g ^s^t- h^t kd 7 5 > 5 m&^m u h >; 7 * 

-f >0.96g, N, N- if jt 3- JIT i J / - AO. 32g£J!jn;U ?K?£T 
5 ^ffll^i, *J<y-fu VJlTVi?*JV#* ; y V - h 0. 74g£tf> o < 0 fftT L- 

*7A^D7 - (&£ii7« ; iiif;l-x4 i t>= 1:3) "CAtS 

7 7 
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U #Eltfettl*ttO. 38g£f#/c 0 3©tttttt0.35g£iH*x*;U8m*tcigJI¥U £ 

tfrft L^b b b £5I2U n -^* + J- 40VT 6 BfflM!±3£:KI LT i Ift 

'H-NMR (270MHz. DMSO-de) 5 : 
10.32 (1H, brs) , 7.72 (2H. d. J=8. 58Hz) , 7.62 (2H. d. J=8. 58Hz) , 
7.42 (2H. d, J=8. 58Hz) . 7. 34—7. 41 (lH.m) , 7.14 (1H. t. J=7. 56Hz) , 
7.06 (2H, d. J=8.56Hz) , 6.82 (1H, d. J=7. 58Hz) , 6.76 ( 1H, d. J=8. 21Hz) , 
4.02 (2H. brz) , 3.21 (2H. d. J=6. 6Hz) , 2.76 (6H. s) 

m^m 1 5 

2 - (4-^dd7i;*'» — h a a: > -If > 

2 - 7Atn- h n'O-tr >1.5g. 4-^on^ x y -7H. 3g£ 'J J f- A 
AT ~ K20a#t:»^U. 'J ^A1.4g^in^.T80°CT— Bfe^#L/Co 

7K100 ^ £fin*., ®m^r KSOmiT: 2 ®m&Ltc 0 7K> ISfDftiS7jcTi5fc*», 

N >J «5A-eft*bfc 0 8«E£«GES£U #£*ifc3Ki6£ j< * J -A- 
«fc '3 «*g B H B U g ift^2. 2g£#/c G 

'H-NMR (270MHz. CDC£ 3 )<5: 
8.22 (1H. d. J=8.22Hz) , 7.42 (2H. d. J=8. 94Hz) , 7.36 (1H. t. J=7. 92Hz) , 
7.20—7.24 (lH.m) , 7.22 (2H. d. J=8. 94Hz) , 6.84 ( 1H. d, J=7. 92Hz) 
1 6 

2 - (4-?nD7t-AT;y) -^^>-tf'> 

2 - 7Atn- h o'O-tr >3. Og. 4 - t uuT — >) >2. 5g£ f 'J ^ > 30^(1 
j£^U 80°CTi8B#r B 1Ml* Lfco 7K100 ^ fcfilJ*.. H^xf-7l/50^T 3 

g09t5l2.5g£f#/c o 

7 8 
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'H-NMR (270MHz. CDC i? 8 )<5 : 
9.40 (1H. brs) , 8.20 ( 1H. dd. J=8. 58Hz) , 7.37 (2H. d. J=8. 90Hz) , 
7.35-7.39 (2H,m) , 7.21 (2H. d, J=8. 90Hz) , 7.15-7.19 (2H,m) , 
6.80 (1H. t, J=7.26Hz) 

e*T> i 4 , mmm uk 142 izm^xmmm 143-146 ©fb£- 
mmm 1 4 3 

l-N- [2 - (2-7Uih*-» xf-;U] -N- (4-?oa^>tr>X 

;U7 - 2 - ( 4 - 0 □ □ 7 * r.;^*) T— U > 

'H-NMR (270MHz. CDC0 3 )<5: 
7.71 (2H.d. J=8. 91Hz) , 7.43 (2H. d. J=8. 58Hz) , 7.31 (2H. d. J=8. 58Hz) , 
7.25 (2H.d. J=8.58Hz) , 7.11-7.18 (2H,m) , 7.05-7.93 (lH.m) , 
6.93 OH.d, J=7. 58Hz) , 3.80-3.90 (2H,m) , 3.53—3.65 (2H.ni) . 
3.33-3.43 (2H.m) , 2.72-2.75 (2H, m) 

mmm 1 4 4 

1 - [N- [ 2 - (2-7;7x^'» if -N- ( 4 - 9 a n*<y-tf y 
XJiyyf-A) ] - 2- (4-?oD7i;+y) T^'J> 
'H-NMR (270MHz. CDC£ 3 )<5: 

8.11 (1H. s) . 7.70 (2H.d. J=8.58Hz) , 7.57 (2H. d. J=8. 58Hz) , 

7.40 (2H. d. J=8. 91Hz) , 7.30-7.36 (lH.m) . 7.13-7.19 (lH.m) . 

6.79 (2H. d. J=8. 91Hz) , 6.80 (1H, t. J=4. 29Hz) . 3.47—3.80 (4H,m) . 

2.86 (2H. t. J=5.28Hz) 

mmm 1 4 5 

1 - [N - C 2 - (y.yf;l-7i;) xf;l] — N - ( 4 - 9 a a* y -tf y X Jl 
Z> *-A) ] - 2- (4-^ao7x7^->) 7-'J> -HC£ 
•H-NMR (270MHz. DMS0-d 6 )<5 : 
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10.35 (lH.br) , 7.73 (2H. d, J=8. 58Hz) , 7.60 (2H. d. J=8. 58Hz) , 
7.41 (2H. d. J=8.58Hz) , 7.34-7.42 (lH.m) , 7.17 (1H. t. J=7. 59Hz) , 
6.84 OH.d. J=8.58Hz) , 6.76 (1H. d. J=8. 24Hz) , 4.03 (2H.br) , 
3.21 (2H. t. J=6. 6Hz) , 2. 79 (6H, s) 

mmm 1 4 6 

N- [2 - (2-7WxFt'» - N - ( 4 - ? a a^O-tr yxn, ~? 

-N' - — ;U) -o-7i— U>^T^> 

'H-NMR (270MHz. CdC£ 3 )6: 

7.63 (2H. d. J=8. 58Hz) , 7.39 (2H. d. J=8. 57Hz) , 7.13-7.20 UH.m) . 

7.00 (2H. d. J=8. 91Hz) , 6.76 (1H. s) , 6.68 (1H. t. J=7. 92Hz) , 

4.26 (lH.br) , 3.51-3.68 (2H,m) , 3.28—3.41 (4H,m) , 

3. 15-3.33 (2H,m) 

mmm 1 4 7 

N- (4-?an^>t*>^;[/7t-^) -N- ( 2 - f J / f- JIT i J if;L) 
-N' - (2- (4-?DD^>^tf» xf;l) -o-7x-l/>y7; 



'H-NMR (270MHz. CDC ^ 3 ) <5 : 
7.66 (2H. d. J=8.58Hz) , 7.24 (2H. d. J=8. 57Hz) . 7.16 ( 1H. t. J=5. 61Hz) , 
6.85-6.91 (4H.m) . 6.72 (1H. d. J=8. 25Hz) , 6.45-6.49 (2H. m) , 
5.77 (1H. t. J=5. 94Hz) , 4.72 (2H. s) , 4.04-4.11 (3H,m) , 
3.48-3.56 (2H.m) , 3.00-3.08 (lH.m) , 2.36-2.40 (lH.m) , 
2. 15 (6H. s) 

mmm 1 4 8 

(1) N- ( 4 - ? a a< y-ti>XJl7 *— Jl) - o- 7i-b>^7 - > 

o-7i-l/>^7; >56. 13g> tf'J v>350^£< t> 



> 



8 0 
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&WLTffiTLtc 0 R^-mtm^^^LtZo m^X\5frfflmUlz.xm.& Ltz 

°C(rTTXb°U-^igcl±TS*LT, Itiif ^ 1 £ (CffHiR©© £ 2 £ ft®, a - 
hlzmLX. *0.5i*>«J:CJ c 2N-ffill**jft*MlIDx., Ms^ffiOpH^ 2 - 3 

= 10: 1 1 ^^Jrax.TSS^a B aft:$i±/c 0 £ t tz^m 1 6 M U 

MzLxmmv, smxf-7^=lo : 1 loom^m^xwrn^^it^it^ 

®3l5iiu ffiffMScfctfjaESU 8fc3lfe*£JIr£6.41g?#A:o 2 1UOS|g B B H tlck'9a 
W£JM£85. 69g|#/c 0 
Mp. : 140. 0°C 

'H-NMRCflfl^&fit : CDC^ 3 )5 : 

7.68 (2H, dt. J-9. 2Hz) , 7.43 (2H. dt, J=9. 2Hz) , 7.06 (1H. ddd. J=8. 8. 2Hz) . 

6.75 (1H, dd. J=8. 1.3Hz) , 6.55 (1H. ddd, J=8. 8. 1. 3Hz) , 

6.48 (1H, dd. J=8.2Hz) , 6.25 (lH.brs) . 4.10 (2H.br) 
(2) N- (4-?OD7x;+^7-t?f A) -N' - ( 4 - ^ n oO-tr> x 
71,7*— 71,) - o- 7i-l/>^7i> 

2^177X31:, ( 1 ) ©£j&^84.71g, ey ^>28.40g*>«kO*^^ do 

8 1 
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70.74g©S?? an / $ > 100^fl££-7jc}# l^oiTa - F^ffll^iTUco 

B#C. -SG£b£X/-|/*>T ^ K©N-Ti/;Uf*^tJD7j<^PL/-Co lfcl^T**MMI 

^fe^^^feir^oT^^^trL, Slf|fti/£ofc, MltlfiCll/: 

tt£fi£&£128.50gf#;fco 
Mp. : 188. 5°C 

'H-NMR(«U^^^ : CDCi 3 )o : 
7.81 (lH.dd. J=8. 1.5Hz) , 7.61 (2H, dt, J=9, 2Hz) , 7.38 (2H. dt. J=9. 2Hz) . 
7.32 C2H, dt, J=9, 3. 5Hz) . 7.30 (1H. ddd, J=8. 8, 1. 5Hz) , 
7.07 OH. ddd. J=8. 8.1.5Hz) , 6.97 (2H. dt. J=9. 3. 5Hz) , 6.88 (1H. brs) . 
6.84 (lH.dd. J=8. 1.5Hz) , 4.57 (2H. s) 
(3) N- [2- (4-?oo7xy^i') x^;U] -N' - (4 - 2 aa*<> 

2 £HS 7 5 (2) <0*E&M 1 00. OOg ^atfi^fc O'-r h5 t Ka7 

■7 >500^£J|[J;LTjf#LTJg8?U **»*ffl^TJ*aj Lrt3BflK£2~ 3*C 

>*g$532^£->'J >^^M^Ttnx.> 5 °C 1 Ifi!:t4lfF» 

8 2 
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ftj(C y 9 J -;U30077i££anx.T!£ B B B{fc£-t?:/co 9 J - ^&H&ffi]±*g 

Mp. : 157. 5°C 

'H-NMRCrHI^^ : CDC£ 3 )<5 : 
7.65 (2H.dt, J=9.2Hz) , 7.38 (2H, dt, J=9. 2Hz) , 7.23 (2H. dt. J=9, 3. 5Hz) . 
7.15 (1H. ddd. J=8.8. 4Hz) , 6.85 (2H, dt. J=9. 3. 5Hz) , 
6.74 (1H, brd. J=8Hz) , 6.49—6.56 (2H,ra) . 6.20 (lH.brs) . 
4.74 (lH.br) . 4.07 (2H. t. J=6Hz) , 3.47 (2H. brq) 

(4) N- (4-?DD^>-tr'>X^7t^) -N- (2-^^f;l/7;;i 
=f-)V) -N' - [2- (4-?DD7xy+-» xf-;U] -o-7x~U>-^T 
^ > 

1 £Zl77Xac, (3) <D£j£ft41.90g, 2-y^^7;;xf;l?D 
K«IHB17.25g. JHWfc .kc; 2 -?d/<; - ;U 530^ flax. , flHTF, ^ 
U * NttTkBKfc-*- H U ^A8.81g £Snx.-C£ST 1 ^mmWLtz 0 tkktzi&Otz 

#>m.mmMtteio, 2 - ~?u*<; - ji^m^mw^x^zz^mnLtzo 
m^xmm^TtoUL, mo^m^mbx^mu^Qov^jin\ 6o°cctib# 
mmwLtzm, iiTMifc. &i«£Mi±g*u y $ j - Jimmuzmz-x 
mmmm : £ii&E.%£;Ltzmj 9 y - )i\ww&*i&7Lxmxkh u 7K3oo^£Ijd;lt 

flW^ES*lf;t^ 7 -^lOOm^ffll^TzKifcU 2 BfH®$£LT. 
mitkim**? V -ASfe^^^t LT47.25gf#7 t c 0 ^££,,1,1:: / * y — 7U470 

^y -7H00j^T2I1^L> ®LS£LT3£J£0!| 2 tm—<t&®X"3r>2> 

8 3 



WO 99/50237 



PCT/JP99/01621 



Up. : 102. 3°C 

'H-NMRCiM^&JIE : CDCi 3 )S : 
7.65 (2H. d. J=8. 58Hz) , 7.40 (2H. d. J=8. 58Hz) . 7.24 (2H, d, J=8. 91Hz) , 
7.18 (lH.m) , 6.87 (2H, d. J=8. 91Hz) , 6.72 (1H. d, J=8. 25Hz) , 
6.52 (1H, dd, J=8. 6.5Hz) , 6.47 (1H. dd, J=8. 2. 3Hz) , 5.78 ClH. brt) . 
4.02—4.14 (3H.m) . 3.51 (2H,m) , 3.08 (lH.m) . 2.38 (lH.m) . 
2. 17 (6H. s) , 2. 13 (lH.m) 

(5) N- ( 4 - 9 a □'O-fcr >X;l/-7 * =- )l) -N- (2-^^^7;;i 
— N' - [2 - (4-?ao7xy^-» xf;l-] - o-^x^U>^T 

^ y i - u 

(4) ©£)M)40.00g(rT-b h >400^£j&DX.T^8? U ftil&MT\ ^"^ h 

'J >H8. oog ©T-t? h >'200^^*jJ:O'^^y -;i/200^^lSi^Sax.> flnf&fllfi* 
L-o-iMftbtco £b/c*£ H B H £i$3l5i§LTT-b h > 150^£ffi^T 3 L 
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